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Alzheimer's disease, alcoholic or drug withdrawal, etc. 



(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (I) and pharmaceutical ly acceptable salts 
thereof; a process for producing the same; and drugs containing the same 
as the active ingredient: (J) wherein W. X and Y represent each carbon 
or nitrogen; U and Z represent each CR 2 , NR 13 , nitrogen, oxygen, sulfur, 
etc.: the ring A represents a carbon ring or a heterocycle; R 1 represents 
alkyl, alkenyl. alkynyl, NR 4 R 5 , OR 6 , etc.; and R 3 represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general formula 
(I) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome, 
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(5*^ i-^xntoHrtt&ttbmzi&tiz&mb'i: ) X7jk£ti5E.m?mm.- 
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n/t^-n h n t'^HiHT- (Corticotropin Releasing Factor: CR F) |4 % 1981 

CRFfi^TW^fcifeffl**^ IHTSflc^B^iJ^K*/^^ (ACT 
15 H) ©^IfclWjSSrfioTV^S £ £ a*SMfe$iiXfc [Science, 21£, 377-379(1982)] „ 

s tbfc c r f ^tkwiiioac t HM£.mm 
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C R F Opjfc J: o T #® $ tltz A C T H fi, |i]tf&«a>£> <B 5^- 

[Science, 226, 1342-1343 (1984); Neuroscience and Behavioral 
Reviews, 22, 635-651 (1998); J. Endocrinol., 1-12 (1999)] 0 

*.fif N iR**#. [Science, 222, 1561-1564 (1996)] N [Endocrinology, 122, 

5747-5750 (1996)] x [Am. J. Physiol, 252, G582-G586 (1987)] % 

Wfo®0& [Psychopharmacology 122, 184-190 (1998)] % ^ (il^jfiL [Soc Neurosci 
Abstr (Nov 4-9, New Orleans), 807.5 (2000)] Wh% 0 
15 — CRF|47M/^Ct)i<il5oTI/^ 0 iifl CRF&JHrtfc. 

btl% [Nature, 222, 331 (1982)] 0 

3§t£?o^ (^ 0 =5/^»* N SlMJBW^s. 
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(5^ R 1A (iNR 4A R 5 \ ^fc(iOR 5A Tfc"9, 
R 2A teT/MvK TVMvM-^K T^/^tfTfe !K 

20 R 4A (iH N ^y-t>t<«v ; (^P7/^) Jf-JK is 9 p 

R 5A li7/^;K ^y-t>L<«i> (^P7W) *3vK Ar 1A -C 
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15 Z B l$N$.fcftCR 2B VhV, 

Ar B i±7x=;K -f-y^/K t°yvvK fc°y$v^,K hyTv^/K 77 

~5^0R 4B -e{E£&$;ftT^TkJ;< N 

20 dr/KTVi^/K ^n^I^, -777, /Nc7;^;^ifel, 

R 1B fiH N T/MVK T/^^/K T^^r-/K ^p-?>M-? n W A ^ 

R 2B (4H N T/^/K 7Vl^r-/K TA-^-zK v^p7/MvK 7^n7 
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/V7A^/K N0 2 , ^nyy^, fTA ^d7M;K NR 6B R 7B S N 
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$ tl5 it&W C R F S^M^H <b t xmfrs £ ftT V > 5 0 
10 (3) WO98/08847 *?U»l*fcl± % -J$5t (C) 



A c {tSSf£fcteCR 7C £S;bU 

B C «NR 1C R 2C S CR 1C R 2C R 10C \ C (=CR 2C R 11C ) R 1C , NHC 
15 R 1C R 2C R 10C , OCR 1C R 2C R 10C , S C R 1 C R 2C R 1 oc \ CR 2C R 10C 
NHR 1C \ CR 2C R 10C OR 1C \ CR 2C R 10C S R lc tfcfiCOR 2C ^^ 
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20 D c ^i0E c f^H€Mfi3£UT N gfjt, CR 4C \ C = 0, C=S, ffiM, 
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fete 2^©tt»S-CMS^«t D tt&SftfcTVi^l^fc 5 s 
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10 /ls*/l'^X*&y,, 

R 4C i4H, JAffr^ y/VJru, -fv*^ t Ku^, %/ 

15 R 5C ii7i=;K, ^y^K t°7v?^/K tfJJ-S^K ^ 5 ^=^tf*>9, 
1 ~ 4 |9c7)g^£ R 1 3C T*«& § HT*5 5 fe <^«&S<D ft 1 ~ 

Tt> ^;ftb©g&£©rtl$fi:/p* % 3-K> afc/l^K OH, 7;i^ 
l^-OH, 7^*l^-0-7^3VK WA CF 3N = Fn, 7$ A 
20 7/v3vv7^A v?7M;V7^/^T*fe5 e ) 

£ thZit&Votf C R F g^ft£j#tH t LTH* $ ftT V n 3 , 

3893 ©ft** 

25 i¥L<Ji, (l) -j&5fc (i) 
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U*5it/Z«:*Jx-enaiSSCUT N CR\ NR 13 , gStJjfHK SfeSIJOiC^ 

10 (ii) C 1 ~ 8 T/l^K 

(iii) C 2 ~ 8 T/V^^K 

(iv) C 2~8 7/^^K 

(vi)CF 3 , 

15 (vH)-^ta 

(viii) -hn, 

(ix) N R 9 R 1 0 (It, R 9 *5«kt>*R 10 «^W!feibT, 

(i) 7K*Jl^s 

(ii) C 1 ~ 4 T/W^/K 

20 (iii) C 3 ~ 1 0 ® $ft t L < fi~ St5*$i*Slt* 
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5 (x)OR. 11 R 1 1 11 

(ii) C l ~4 7/l^r/K 

(iii) C 5 ~ 6 ©$|t^ 

Ov) i ~ im^mmw^, i nvmxm+tei: n/n tut i m^nm. 

10 ^^^i-5.5*fcfi6M«^ fete 

(v) C 5 ~ 6 (D^mm t> L < it 1 ~ 2 f@<9^f;gH\ 1 ^©Kjfl^ib* 
<fcT*/£ ta± 1 #I©raET$r^^i-5 5 £ fete 6 ft©liit'tt 

(xi) S H, 

15 (xii) S (0) n R 12 (£tk nteO N l£fcte2£gfcU R 12 te 

(i) C 1 ~ 4 T /Pdr/K 

(ii) C5~6^*S, 

(iii) i ~ 2m<Dmmw^, lm^mm^^^u/ttat i mntimm 

20 (iv)C5~6(7)^^tit<«l~2®©gm^s lffi©lfc3[t]!fmo 

j;^/*fc« i mvnanutt^'tz 5 ^ fete 6 M^i^-ca^ 

(xiiOCOR 11 , 
(xiv)COOR 1 \ 
25 (xv)CONR 9 R 1( \ 

(xvo c 3 ~ i o l < n-m^mms 
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l~2Hl0^1g^ £ tt//*^(il~2{@<Da^Jl^^^'-rS 3~1 0 

I 

R 13 & 
10 (OtMSH-Tn 

(ii) C W4 7^/U, 

(iii) C 2 ~ 4 7/>"^— A\ 

(iv) C 2~4,vT^-/K 

(v) c 3 ~ i o ©iMi t> t < r±^ai5S^*at N 

15 (vi) 1 ~ 4 fl©SS*JDR-?, l~2^^^H-?*5«ktJ ? /*fc«l~2^<7)«it 

, (vn)c3~i o(DmmhL<i-i-m^mmx\ ^/t«i~4{@©^jg^ N 

l~2|@«^m^J:^/ / ^fc«l~2te«^^^^-t-5 3-1 0 

0 

l~4 7/t^/K Cl~4T/U='^ix N ab £X*C F 3 /^feiI 

fin* X 1 ~ 3 jiT'ff & $ ft 2>\ t> L < fi^g^o c 4 ~ 6 

25 M^Sfgt&^frU 
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5 (Hi) l~5<B©R 14 T*gft$;h/rv^fl>fc t< l±ifjft©C2~8 7M-f: 
(iv) N R 4 R 5 (£<*\ R 4 *5it>*R 5 f^H^^±LT, 

(ii) l~5il(DR 17 T*Sm$^TV^5/^)^L<«flS^(DC 1-1 5T 
10 /Wdr/K 

(iii) l~5ll§tf>R 17 -e»$&$;ftTV^J^<bL< ft»I^©C 2-1 5. 1 

(iv) 1 ~5H(OR 17 -Cgm^tLrV^5^t L< tt&Sffi&OC 2-15 
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(vi) 1 ~5iCR ,8 ttt$tLTV^i54 t< feUW&<D 1 ~4l@<£> 

3~i 5a©^s^b < fi-^^*m^*^t- 0 ) x 

20 (v)OR 6 R 6 & 
(DTkSfJ^^ 

(ii) C 1 - 1 0 7Vl^/K 

(iii) C 2 — 1 07^/K 

(iv) C 2 — 1 0 TVl'^/K 

25 (v) l-SteOR^Tfi&^frl/ri^^fc L< tt||i©C3~l 5 CO 
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(vi) l~5B<Z)R l8 T*ffi1&$;ftTV^;^L< 14*1^01^4*© 

(viO^D^VH-?, CF 3 , OCF 3 , i^7;, -bP, NR 9 R 1 ° N O 
5 R 1 \ =N-OR 1 \ SH, S(0) n R 12 , COR 11 , COOR 11 ; 

CONR 9 R'\ l~5{|I<7>R 18 Tg&$;ftTV^^ L< te^g&O 
c 3-1 o©^l'bt<ii-»S^*gs % fej;0'l~5iWR 18 l?ft 
£tlX\,^Zfrh L < ttiW^© 1-4 iic7)^HT- s 1 ~ 2<B©K*JR 

^■*5J;tr/*fctti-2ft©?«J|JW-?-Sr-gr3(ri-* 3~i oMro^Stk 

10 L<n~m^mm*bm&nzmi~2mx*m&£tix^?>c i~ 

(vi) SH, 

(vii) S(0) n R 7 nttfi&fBiia U R 7 te 
(i) C 1 ~ 8 T^^r/K 

15 (ii) l~5i@(DR 18 T•gm$^^-CV^6^ 1 bt<^^g^(DC3~l 0<D 

(iii) l-S^OR^T-g&^TV^^lX tiMg^c7)l~4^(D 

i~2 jSogSSf!^*? J;tf/£fc«: 1 - 2^©aHM-? Sr^- 
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20 (iv) l-5^©R 18 i?g$&£;ftTl^/^L< te&Sg&tf>C 3-1 0 

1 1 < It ~m^m^X\ 3; 1 - 5 iS<2 R 1 8 -?g& £ tlT V ^ 
5HL< f4^gmoi-4{@O^J©^ l-2^^MiF^J:rj ? 

fc^i- 2 m<D$mm^-%t^'tz> 3-10 m<d^ 1 1 < 

25 (viii)COR\ 
(ix) COOR 6 , 
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(x) CONR 4 I? s , 

(xi) NR, !! CpR 6 ''(If N R 6a fi 

(ii) C 1 — 1 0 T/ls*sK 
5 (iii) C 2 ~ 1 0 T/l^~/K 

(iv) C 2~1 OT/V^r=/K 

(v) /M3^>]j^ CF 3 , OCF 3> V-7A ~bP N NR 9 R 10 S O 

R n \ = N-OR 1 \ SH, S(0) n R 12 N COR 11 , COOR 11 , 

*5J:t/CONR 9 R 10 ^b^^iti6Sl~2i®T'Km$HTV^^Cl~ 
10 4 7;^/^,gW 0 ) , " 

(xii) NR 8 eOOR 6 (S<K R 6 ^ffl<t|^CS*£*t>U R 8 & 

(ii) C 1~87;^;K 

(iii) C.2~ 8 Tfrfr—jV^ 
15 (iv) C 2 - 8 T^-^K 

(v) l~5i@CDR 18 -CS^$tlTV^S^^L<«,«^C3~l 0 (D 

(vi) 1 ~5f|tf)R 18 -eg$£ftT^5;^ L<ltmW$:<Dl~4m<D 

20 w« 3~i oM^mh L<i*-&&&mm, -stat 

(vii) ^n^>^ N CF 3 , OCF 3 , SsT/s - hr2 s NR 9 R 1 ° % O 
R>\ =N-OR n , SH N S(0) n R 12 , COR 11 , COOR 11 , 

conr 9 r io n i~5moR is vmm£tix\,^fri>L<itmw&<D 
c3~io©mL< fa "mss&sssk & «t # 1 ~ 5 m <o r 1 8 vm& 
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(xiii) NR. 8 'C'ONR 4 R\ 

(xiv) l~5ili|©R l5 T-gm£;ftW£;^1>L< ItiflOC 3-1 5<2J£ 

(xv) l-S^R^Tg&^ftTl^^ti L< fi*Sg&© 1 ~4{S©^ff( 

R 1 1 a ft (0 Tklif ft^\ (ii) C 1 - 4 T/V^r/K * (iii) C* 5 - 6 (D^Ugg 

io t,tLm^2m<D±mm^ lmommm^xn/^tzmm^mn^ 

R l4 fi(a)^n^>^, (b)CF a , (c)OCF 3 , (d)WA (e)=hn, 
(f)NR 4 R 5 s (g)OR\ (h)=N-OR\ (j)SH s (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R 5 , (o)NR 8 COR\ (p)NR 8 CO 
15 OR 6 , (q)NR 8 CONR 4 R 5 > (r) 1 - 5®<DR 1 5 T**i&£ tbTV^ /^t L 
<teitfi&tf>C3~l 5©^J»tU<f±^«S^*«l, *fctt(s)l~5fi<0 

R^Tem^-cv^^k t< r±iwjft©i~4fi©a*ii5-=F> 1-210© 

20 R 1 5 ft (a) C 1 - 8 T/t^/K (b) C 2 - 8 7/^ ~/K (c) C 2 - 8 771"* 
(d)Cl-47;^^ (Cl-4) 77V3VK (e)^o^yg^ (f) 
CF 3 , (g)OCF 3 , (h)WA (k) N R 4 R 5 N (l)OR\ (m) 

SH, (n)S(0) n R\ (o)COR 6 , (p)COOR\ (q)CONR 4 R\ (r) 
NR 8 COR\ (s)NR 8 COOR\ (t)NR 8 CONR 4 R\ (u)l~5^© 

25 R 20 Tg^$nTV^5^^JL< f4«m©C 3-1 0©Mt)L<«^ 
^Ktat (v) l~5{gl(DR 20 -Cm#$tlTV^^/6^L<«iEttm<Dl~4^@<^ 



13 



WO 02/053565 



PCT/JP01/11581 



5 3~10ft«t)l<tt3»l, (w)Apy^, CF3, oc 
F 3N isT/s = hP, NR 4 R\ OR 6 , =N-OR 6 , SH % S(0) n R\, 
COR 6 , COOR\ CONR 4 R 5 , NR 8 COR\ NR 8 COOR\ NR 
5 8 CONR 4 R 5 , l~5iiOR 20 -ett^$tlTV>^^t>L<^ilgm©C3 
~1 0©lWit > L<tt^ai5^*S| N &c£01~5#I<Z)R 2O ^g&£tl/W 

fc«i~2te^HJ!E-?^^ri-^) 3~i oji©¥ait t<f±-j|5S?B[*ai- 

10 R 1T tt(a)^n^>-JH(-f, (b)CF 3 , (c) OCF 3 , (d)^7A (e)-fn, 
(f) NR 9 R 1 °, (g)OR 11 \ (h)=N-OR 1 \ (j) S H N (k)S(0) n R 12 , 
(!)COR u , (mJCOOR 11 , (a) CONR B R 1 ° % (o) N R 8 C O R 1 1 s (p) ' 
NR 8 COOR n , (q)NR 8 CONR 9 R 10 s (r) 1 ~ 5 m<DR 1 8 a T*g&$ tl : 

T^z>fri>L<nmw&<Dc 3~i 5^it l< n-m^mm,. 

15 (s) l~5#J(DR 18a -egm$^TV^6^ 1 bL<tt^«m^l~4fi(D^ig 

1 5j|©^j|t>L<W:i^|5^l!l*||lSr*ibU 

R 18 ii(a)Cl~4 7;V^K (b)C2~4 7/^;K (c)C2~47M 
=/K (d)^o^yif, (e)CF„ (f)OCF 3 , (g)VT7 N (h)~hn v (j) 
20 SH S (k)S(0) n R 12 , (1)NR 9 R 10 , (m)OR ] \ (n)COR 1! , (o)CO 
OR 11 , (p)CONR 9 R 10 N (q)C5~6©«, Gr) 1 -2ft©«JDK^ N 

1 #1 ©KSiJEFF-fc «k t>V * It fi 1 ©iSSIf &£*tt 5 5 * fc tt 6 Jl©* 

£ i>v* 1 m vmnm* z> 5 4 it it 6 a ©fcasat $ 

R 1 8 a {1(a) C 1 ~ 4 T/V^r/K (b) C 2 ~ 4 7/l"$r=/K ( c ) C 2 ~ 4 T/V 
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* - /k (d) /n d^^I^, .(e) C F 3 > (f)QCF 3 ; (g) f7 A (h)=hn> 
(j)SHj (k^S(0) n R 12 s (1)NR 9 R 1( \ (ra)OR n \ (n)COR 11 , (o) 

R 19 ttCl~47^/K C l~4 7/W=^ ; >\,^o^VjgT v CF 3 , O 
5 CF 3 , V7A '~hn, 7$ A NH (C 1 ~ 4 7A-3VW N £fcfiN (C 

R 3 &(d) l~5m^R 16 ^<fcoTg^$tLW£C 5~l 0(2^^ L< 

(ii) l~5#!OR 16 tJ;oTg^$tLTV^ l-^4jH^g^M^-, l~2j@© 
10 ^*M^il>V*fcttl~2ffi«^^Sr^1-^ 5-1 0M<^Sit> 

R 16 Ji, 

(a) C 1 ~8 7/^¥/K 

-i 

(b) C2~8 7/^=/K 
15 (c)C2~8 7)^/K 

(d) ^P^JjjH\ 

(e) CF 3N 

(f) OCF 3> 

(g) v-7A 
20 (h)~hn N 

(j) N R 9 R 1 0 N 
OOOR 11 , 
(1) S H, 

(m)s(o) n R 12 (fc?~u ?^~^*nm<) ^ 

25 (n)COR n , 
(o)COOR 11 , 
(p)CONR 9 R 1( \ 
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(q)NR 8 COR 1 \ 

(r)NR 8 COOR u , 

(s)NR 8 CONR 9 R ,0 N 

(t) c 3 ~ i o <D%Lmh t < ttrat5£K*at, 

(v)/M3^^JD5^ CF 3 , OCF 3 , v<TA nhn s N R 9 R 1 ° N OR 11 , 
= N-OR'\ SH N S(0) a R 12 N COR 11 , COOR 11 , CONR'R 1 
\ NR 8 COR'\ NR'COOR 11 , NR 8 CONR 9 R 10 , C3-10© 

*^-fo , . 

fcfcU (1) Xd3iOWds^*!H-7-, Y*5j;tf zasg&jpi^ u^CR\ 
15 ^R^OR'Sr^ttt, R 3 filfi^D-^VT'g^$tifc7^^7K 

V=ho-^lKft$iXfc7*=.^f4*t?$i», (2) X, Yfeit5Z^5dJS 
^-C*>!3 % UfcitTW^S*^^ R 8 f±l~5fi©R 16 K:J:oTSifc£ 
*LTl^C5~l 0©^Rt>L<tt-ai^*ij||7?*>«. ) 

(2) Jt*i&©»!ifcfr8u *3j;tf 

(3) *nb^Wi-5CRFS*#iS«3WtcBBi-5 0 

25 »|^T*lV^Cl~8 7;^;^lt ^5vK ^5vK t°/K 
-<V^/K ^vvK ^^A'ifefcJllKiftfc^fttett 

16 



WO 02/053565 



PCT/JP01/11581 



^V^/K ^^v-/K ^fvK 7* vvK 

^flBff^TfflV^^C 2~8T/l-^^il±, 1-3^-8^^1- 
10 tVW ^I'fvK ^3ffK 

i 

15 1"£^5vK ^vvK ^^/K 

25 5^X/K yntVK Zff"JK ^3r->7K ^?7K ^X/l'fi 

fcitfrftb^ftttflefctH*-*-*. ix.ll ^x~/K /ot'^K :?x~ 
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xmnm^x-m^zt 2~i 5 7M=^itt N i~3{@©Ei^f 

7*ntVK ^>-^vk ^7"fvK isrt^jv^ 

^xv-^K Kt^'/K M)t^;k t^77V-;K ^y^j^ 

*Wt^T*I^§Cl~4 7^^> (Cl-4) T/^/Utn, * V 
15 I$H-5„ 

V^n^j^:^ v-^n^df--^^ v-^p^VxV, v^P^^ir;/, 
v-^p^=3f-^^ s v^^P^^-r^s v^P^^-feiA v^p^^v* 
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±y s i/p'&^yfiS^y, is? a^f-v^y, s<yHy s ^<y$yy^ 
A yfy^ '1"7?, yy s TXvy % ^-tKp^vy, >fy^y N 
t Kn^yj^ Th7t Knt7^yy, A-t Knt7^yy, t 

/•?^ N i/fti-?*-^ yfu^ypy, -y? u^$-y-y s xx^~7$y s 
10 v^n^^-r^ is? zf<y$ i?x.y^ y? u^D-y^r. 

y^ ^<yiiy^ ^<y#yy s ^yfy, *fy$vy, rXi/y, ^7°^u> s 
t Kn^y^yy, <<y?y, t Kp^yfVv ff7t Kat7 

y N tf-^^a [3. i. i] -'v/* ^awfc&sajfcrf bft5o 

15 *8ll*IB»lH?JSV^C5~l 0©^att>L<"tt-H^*jmcf± N C5~ 
1 0©fi<bL<(j:Zi^ii7!J-;K *fctt*<D-»fc L< 

y#i?a^y % i/^p^t^xy, ^ p^t 0 ^ y^y s ^y-tfy, ^<yf 
20 << yfy, -fy$vy^ rxuy, t Kn^yy, ^yyy 

t Knyy^y, 7h7tFpf7^l'y > /^tFnt7^y 
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bfp— ;K 7f7t Kn77y, i>t Kd77^ yy>, T h 7 t Knf- 

y N fy^y, 7F7tKok c 7^ v'kKok^^ t°7^s 7h7kK, 
n^b°7^ ^kKnftk°7^ ft^7 y^W hfrZ> 0 

5 #3Jj»i*«t>-c/Bv>5 1 - 2mo&mm*. 1 i@^mm^j:t>vt^^ 

lj®«^-^^-a#-r6 5~6M©^^(-f^ l~2{®<^ifJjiH\ i 

ct rj^/^ fed i mvm.nw^z^'tz 5 ~ 6 i©iii7 

t°n-/K -f^V— /K t°7y'-/K t^v 5 ^, k°7^ fHyy, 
10 f!)^^ 77 y, t°y^ N ^7^^, ^TVy (^t-yy) N ^-dr 

py-yy, t°^yyy, y^vyy, y^yvy^yy, t'^/yy t'7 1 
yyv?y N f^y^y, t kp t°y 5 e?^ N /^-kFPk 1 !)^ ^ 

t Kn77y, 7h7tKn77^ 7f7fc KPt'7y i^t Kn^7 
15 ;c>\ rf7tKnft7iy, 7h7tKnf7-f^ w*!ly ^^J- 

fcfi % l~4f@(D^*J!^^ N l~2{@O^Jff^^j;rj?/*^(t 1~2#|<£ 

^«M^^-a#-r^> 3~i om.omm-hL<n-m^mnrv-^t 
lt«, t-p-/K y ^ yv— /k t°yy-/K hyry-/K x h 7 y- 

25 /k t'yv 5 ^ t'y^y, t°y ^yy, t-y^yy, T-tft°y, v'riffc'y, 
yyy, t°^y, tJptky ^y^y, fr^fy (ftt^y) % ^ 
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^-^f-v^Tv'ys ^iHffy, ^-^^Tift'y, f7/^/K -fy^T 

if t°y, -r y k-/w y-r y k-;k y k y ^/7 7 y\ ^ y 

^yyy, ^y^yyy, y*y-yy N t7fp^y N 

t!jy ^ty*!iy, i/y/yy, -<^y*^-^-^y*-/v N ^^y^f-^T 
-<yy^Ty'-/K ^y/>f$^/wK ^yy*yyify, ^yy* 

f7^77*"-/K -<yy* h y 7/^Hf^|f^5, . 
10 fiilBbfcl~4i@^M«JF : f-^ l~2flil^@f^^^J:t>V*fcttl~2 

y N t°P y y N t°a y i^y y 5 *V yy ^f>; yy y v>y N t°y y y y, 
t-y y y v?y N h y y y, h y 7/ y v?y> ff^ypy v-hyyv 
15 v>y, t°-<y^y N t^y^y, ^tKptiv'y r^tKnf'J^y 

^ytKPt^y^y, rh7tKnf7^y ^kFntlv^y 7f7t 

Kd t°y 5: v'y Kn t°y s: v?y, -yt ko t°y f^y N x h y t K 

nt'D^y /N°-t Knt°y^yy, v?t KnXiffc'y, ffyt Kn7 
iffy, t KnT€t°y N S?fc Knv^Tif^y, xhyfc Fn^Tift 0 
20 A°-tKni?7f ^y t^>7y t^t^y 5?tKo75^ x 

f7tKo77y v?tFpt°7y ffnKnt^y ^tKnm 

tV, rFn Kp^-drirt°y> /<^fc Kn^tk'y f^y x^ 
y N v'tKoWxy rhnKnWiy v^kKnWy (>> 
fc Fnftt^y) % x h7 t KoWy (fh7t Kn^fc'yy) % 
25 v't Rpfxt°y ff7t FPfxt'y /*—fc Kn^t°y N t^rty 

yy (i;t Fot^rt y'^) % wyyyy (f F7tKp*w- 
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I 

i 

>\ t KP/fy^77y -yt Kn^yyft7xy s t kd 
■<f*S?-*y x/m Kp^y^yy*ft7zy t nwy^yy 
f*7»y, h;o^^y-7K Kp^^^y-/K kp^ 
io ypy rh7t Kp^-yyy ^-t Kp'^yy^ i?t Kp^y^yy 1 
y % 7f7b Kn>f ydf-y y t Kp^ y^y y ^ ^ k Rnyy y 

5?>s T hv t KP7^7^y ^-fc Kb7^?^ ^tFnf7f !) 
7h7tKPf7f!J^y A 0 -kKPt7fyi?y Kp^t7 
:*\ ^ h7 1 Kn#y ^tyy x-t Kn^y drf-y ^ Kp 

is 3ry-yy>\ 7>7tKpwyy A'-tFnartyyy kp*> 
yy y v N rf7t Kni/^y y >\ t Kp->:/y y ko^v 

/k Kp^yy*f7y*^K v>t Kp^^yy 5: ^y— /k t k 
p^yy-fv^y^/K my7y v^f->. v^f-v^ 
20 t^y^'y ypvy ^ yy wym&tfi&tf 6>*i5. 

fctti-2«i©ttJ(t«^Sr^*i-5 3~i 5jloiMlt>L<f4z:ai*B[*at 
SulB L7L l ~ 4 f@ OMU jjfHK l - 2 fi0gfe£IR?:)5 J: t>V* l ~ 2 
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UTtt, t°P-/K -<S*V-/K k°7^-/K MJ7y*-A\ ff 7/- 

/k try t'7^ t°y^yy, ri?t°y N ^r-tffy, ' 

77^ t c 7^ 7>T*±\!V, ft7*y, ^T-TV (ftf^^^ ^ 
5 t°y N ^i*-y*-/K yttW—Ji's ^-^-fv>T/-/K ^f-^y; 

-feft o y, ^yK-/K ^y^fyK"/K ^yKDv?^ ^77^ -fy 
^y/77^ ^y/ft7iy ^y^ft7i^ Jyyy— sk 
10 ^!)y -ry^yyy, ^yy^ 7^7-^^^ t7f yv?y, ^y=¥ 
tyy, 3^yyy, i/y; U y ^yy*t^ty*-;K ^ymtv'T , 
y-/K -<yy^7/-/K ^yyv?^/-;K -<yyrift°y x -<^y 

1 

^Tift°y N ^yy'fyry-;K ^yj/^-dE-t^ t°y -<ymtv i 7 
ift°y, ^yywt't°y ^yy^T^Ty-zK -<yy^Tv ! 7'-if t°y N 

15 -<yy? y^^mmmf ktiZo 

3~i 5m.(D^mhL<n-m^MmmTV-^(D 

y N t°n y y fpy^yy ^^7yy >f$^vys?y % f^/yy 
20 t°7 y^yy^ fyryyy, fyr/y-yy ff^/yy fh7yy 
yy, t°-< y >>y, t?^7 -yy >>t Kp t°y v>y 7 h 7 1 kp t° v ^y 

ytKnt'^y, ff7tKnt°7yy Kn t°y $ v^y, fb7t 
Kp t'y 5 -yy Kp t°y 5 yy N y t Kp t°y ^yy, r b 7 1 K 
ot'y^yy /N°-t Kpt°y^ % yy N yt Kprift°y, xi-7t kpt 

25 1?t°y N KPTift°y, i>t KP-yT-^t°y, rf7t Kn^rff 

y N t Kp-yTift°y, i-^y7y yr*±?>, ytKP77y 7 
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' I 

1 

i 

y^-r^-jK y>. ftwiiy ^y-Kyv, y^yKyy, 
i/tKn^y/7 7y ^-tKo^y/77^ v>t Ko>r y^y/77 
> N ^t'KD^y^yy , 7 7y K0^y/ft7xy v /^-t kp 
^yy^^yv i/t Kp-fy^y/ft7xy, t Kn^y^^y 
15 ^^ry^y s i?t ■Kp-i' y^/-;K '/^t Kc^f y^/^K yk Kn^f 

/!)y 7f7t Kp#/yy, t kp^t/ y y, v^t Knw y^y y 
y N 7h7t KP'f y=*y y > s t kp-t y^y y v>t kp7^7 

v 5 ^ 7^7tFn7^7-yy A'-tKn7^7^ S?t Knt7f !) 
v>y N 7f7tKDt7f^i>y ^kKp^f^^y, ykKn^y 

20 ^rf-y y s 7 by t: Kp^y ^r-y-y /^-t Kp^y ^rf-y y, vt Kp 
^•T-yy^ 7fn Kn*t/yy % t Kp^-r-y y y N kp*> 
yyyy, 7f7tKpyy;jjy, /N-tKpyy/yy Kn^y 
y^^f-y— t KP^yy^-^y*— yK Kp^yyf7/- 
/K t Kp^yyfjy^/K v>t Kp^yy-f^v-zK ^-t k 

25 p-<y^ ^ yy-JK Kp^yy*7f t'y, t h 9 1 KP^yyjf 

v?fc KP^yy^Jt'I^y, 7f7t Kn^y x /i?7f S?fc K 
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I 

te^o-gp^ L <fi£M?n Ltzh (Dtft -£tiz> 0 

i 

LXit, t?n-/K ^$*V-/K t s 7 N /^/K H)7y^, 7f7^ 
/K t 0 y^^^ ^7^, t°y^v^ t°V#*i?ls, Tift°y\ ^Tift 0 ^ 

15 ^I^Tv^ ;^-iH?fc 0 y\ ^f-i^Xif t°y\ f7y-;K V^T 

^/7 7y -<yyft7xy ^y-<yyYt7xy, -o-^V— /k * 
yy^. ^fy^yuy, ^yj^ 7^7^^ -7-7^ y^> ^y^r-y- 
20 !)y W!iy -yyy y y ^y^/^^-y—/K ^yy't^t^7y' 
-/K ^yy*f7y-;K ^vi/^r^^y— /k -oy*77ify> ^yy*f 

7^7y-/y -o-y h y 7y-/^^^(f e,^*. 

25 -Uh l< i^Mfp Lfc^cQ t ttii, t°n j)y t*n y >^y N ^ yy 
yy, j^yyyay, t^yyy t^/pv'y, hyry*y> s hyr 
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7v^ N v>k Kn k°y 5: rh7k Kotl^^ ^tKat^H 
i?y s i^tKntl^y, 7f7kKot c y^y, /^tKatiyv? 
^ v't KoTt'tV, xh7t KnT^tV, ^tKpjfkVi v>k 
KPS?7"i?eV, 7^7k Kni?Tifb°^ s y?-k Knv^Tift 0 ^ v?k K 

P77^ 7h7kKn77^ ^kKok'7^ 7f7tFDt7Vs v 5 

kKn^tk 0 ^ 7h7tKn^tk'y ^-kFn^t^ v?k 
Fof^7x'y, rf7tKDft7i7, KoWy (ytKnt 
^-k°7>-) N 7 1 h7k Yu=3-TJy (ffn Knf-^-t°7>-) * v'k Kp 
f-attr^ 7h7tKnfxfy N /^k Fofx^y ^f-y'y 7 (v> 

t Kp^y^-^f-y-^K rb7k kp-t y^-^^y-/K t^t-yjy!) 

7 (v>k Ko^^fv?7y'^) \ tW77"!J (xhyt Kot^ 

t^7y^) N f/yyy (i?k Knf 7^) , ^ry'y^y h 

-/K ^e^jjs y j-Jr^sv-fc yy, -fyKjjy, ^ y>f ypyy, >> k K 
n^<y/77y /^tKn^y/7 7y ^tKo^y^y/77y /n 0 
-k KD/fy^yy*77y v*k Kn^y/Wiy, k Fn^y 
ft7sy N ^kFn-|y-<y/ft7iy Fo-fy^yy*f^7 
^, S?fc Ka^y^/>-;K Kn^y^7-;K >?k Fn^/JJy, 

7F7kFo^y y >\ /N°-k Fo^y y y x i?k Kp-fy^y !)y 
yk Ymv*; V y s ^-k Kp-T y3v y y N ^fc Fn7^7^y, y- 
F7kFn7^7v?y /^-kFo7^7^y > '7k Fnt7fP yy, =f 
hyk Fnt7f^yy /<-fc Fot7f^yy v?k KP^y^iMJy, 
x hy k KP^y ^rf-y /«—fc Kp 3V =3ff- y y\ v?t KP^yjJ ^ 
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Th7tKo^t/P^ A'-kKnWpy, ^tKn^WU^ t 
;K /<-fc Kn^^i/^-^f-y-zK v>t Ko^y % /f 7"/-^K ^-t K 



(iv) X^oitFY ^^*JDg^T? h <9 s u a sgsfcHR^fc J; Z # fg*J0S-? * 7c J* 

(v) X *S i t>* Y J&S^JUJR^T? *> D , Z *5 <t IAV^M«^T' 9 > U ^ C = O 
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o-2) x % . z,|p £ tfw&jA&m^ y$o£ Tfvt>m%m*T*hzm&it, 
Gi-Dx, z&zxfu&mmm*. Y&£xmi>mmm*xhz>®.&^ 

(ii-3) x *s i t>*u #$*jdk-?- % y N z is «t mv^^ii^T* & 5 

(iii-l)X, YfcitfZj&SJ**!^ U*5ctl>*W^g^^--e$ 3 §|a^ > 

t 

io (iv-Dx, Y&xTmtm&m*. ztmmrn*, u&&mm : f'X*hzm.&&,' 
(iv-i)x, Y&xxm&R&m^ z&mMm^ vtmmw^xh^m^, 
0v-2)x N Y^it>-w^^^^ z&&%m*s utmmmj-xhzm&its 
av-2)x, Y*j«ttJw^5RM-?x z^g*ig^ N uAmnM+v&zm&t. 
w-Dxio^uYi^mm^xh^), z%i&xFw&mmm?-x°hy , u^c= 

15 OT*fe5EH> 

(v-2)X^«tt/Y^*lB^-Cfc!? % Z*5J:trw#i[*lS-7-*CJfe!9x U^c = 

(i) T^ft^jpm^f-^-c, i^M^mfett 

Xte&,T<D-m& (I-i) (I-xxvi) T^$H51iO^ ( ffe 

20 *l5 0 
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I 
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d-i) — jks; (i-xxvo x^^n^^mit-tm^. 
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I 

i 

t 1 iH-a 5 4 ~ 6 l©t*f i: Lt^ C 4 ~ 6 (Dfcm^T U — ;K 

i 




(A-5) (A-6) (A-7) (A-8) 



10 G(*O n S^fcfiNH^t?L, R x |iCl~4 7/^K Cl~4 

(i) 1 ~51©<DR 14 -Tr®&£*i/CV^^L< ltW©C 1~87/^;K 

(ii) l~5{m<7)R 14 T©&$;ftTl^/^tiL< ttlltOC 2~8 7;1/^^ 

15 ;v> 

(iii) l — SjSOR^Tg&^TV^^kl^ lii!i©C2~8 7;^- 

(iv) NR 4 R 5 N 
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(v) OR\ 

(vi) l~5{@OR 15 -egm$tLTV^^^t ) L<(i4H|E^©C3~l 5<DW.m. 

(vii) 1 ~ 5 m (O R 1 5 $tiTVN-5/i)^t<{i^g^(Dl~4{@CQ^S j ^ 

±IE©0t L^R'gcfJGDNR^R 5 ^ ^R^it^R^H-a^i: 

(a) R^^O^K^H^^^) 9 N R (ii) 1 — 5 flier) R 1 7_ C^^$tLTV >l 5^ :, t 
L<teHfi&©C 1-1 5 TVI^/K (iii) l~5j@tf)R 17 -egi&£tlTV^ 
/^t>L<f*M&©C2~l 57/Wr-/K (iv) l~5i©R 17 -Cg&$H 
TV^^t> L< iiig^©C2~l 5 7^=^=;K ( v ) 1 - 5 B<DR 1 
£^TV^^L<te4ig&<DC3~l 5(D^mt> t<(i-^^*^ * 
fcfi(vi) l~5|@(DR 18 -eg^^tLTVN5^t>L< ^g^^i~ 4 fi^ 

sin-?-. i ~ 2^«^-=F^j;tj«/^fctt i ~2momnm*%'&ftirz> 

(b) R 4 ^(ii) l~5^<DR 17 Tg|&£tvTV^M L< liMM^C 1-1 
5 (iii) l~5^I<DR 17 -ejI£&£tlTV^7):><b L< lilt^CC 2 
~1 5T^~;K (iv) l~5^@(DR 17 Tg^$^^TV^5^^t<fiiEg^ 
<DC 2 - 1 5 T/l^-;K *f c {i(v-l) C 3 - 6 ^^#^fp^m~efe '0 , 
R 5 ^(ii) l~5^R 17 Tg&£frW3/^L<{i&Sg&£)Cl~l 5 

(iii) l~5^(Z)R 17 Tfim$tl-rV^?,^t>L<tt^gm<OC 2-1 5 7;^ 

(iv) 1 ~ 5i©R 17 -egI^tlTV^5A^ t< li»OC 2-1 5 7/^ 
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(v) l~5{@<DR 18 T-g&£ftTV^/&>t> L< li»OC 3~1 5,<2^ 

(vo i~5#icDR i8 T«&£;fr-ci^^t> 1< temw.&<D i ~ 4m<D%mm' 

10 ~5{|l<DR 15 Tg^£;ft/0>5^t>L< fi^g^^ 




15 &ztix^5frhL<\*mw&<DT&<Dmmm&&tfbti>Zo 

v o Q 0 0 0 0 

I I I I I I I 

0 o o 0 0 0 

1 I I I I I 
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I 

ft (R, Sft, a N j3ft N ^^^^ 'v'X^xl^-^-) N 
^l-^ft^'&ft (D, L, d N 1 ft, -ft) , ^-7^77^-^ 

i 

mi 

15 5 C 
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I 

■i 

i 

(A) — JRS; (I) Fk R'^OHT'fc^ ^oR^itJtR'tt'lCOH, 
10 (I -A) 



OH 




(I-A) 



15 fisfl^fcttu (n-D 

I l ua Cn-D 

R 3 " a 

(m- 1 ) 
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(ffl-1) 



(iC^K A a Steg&fn^ tzfc— Mfno C 4 ~ 6 mBM^ tzte 4 ~ 6 
±IB-^ (n) (m) T^^n^^^o^fi^T'fct), #J 

10 . A N £ji^T, 0°C~2 5 0°c-eff^^ti5 o 

(B) -flSSl (I) <K R^tOH^^f, t^o^tv, =N-OR 6 f 

1 ~~4B<DmmW^, 1 ~ 2 j@©^*^*3j;U?/^fctt 1 ~ 2 tKD^ig 
ttttirZ 3~ 1 OMitK ft-3g5^3lf33£^;b£-f % R 2 fc j;t^ 

0^19-^ (I - B) 



R 1 " 3 




i a a-B) 



20 li-^^SS, i-4TO^m^ i~2^^m^ J f-*5J:t>V*fc« 
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^^Sft^tt, (IV) 



X 




5 (S^, Xtt'NP^JWT-fcfcfrU ^©ft!l^fe-^«Buf2i:I^C#*^*^ 
1% ) 

T^£ft5tei^#J£s -«5fc (V-l) 

H _ R i-ab (v .^ 

10 T/> =N-OR 6 ^fc(i^:tlb^Wi-5^ *5±T*C 3-1 OtD^h L 

it i - 2ii«nm^^i-5 3 - 1 o JloiMt t> t < ttrai***ai«[ 

15 Sfctt-jftsfc (V-2) 

<*«t"x R'-^ttca-io^itKiizi^m 1-4^©^ 

WT\ i~2i@(^^Jg^*5j;t>V*fc«i-2ffl«^T-^ ; i"i-5 3 
-1 0Jl©l|ij|tt)U<f4rai***at«r*fei- o ) T^SHate£«a££K 
. 20 Jfo£-gr5;&\ fcav^f4§|#«V^R^SJESfcf<t-t-r.i:fcJ:o-Clll3gi-5r.t 
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l ( 

±B-#5$. j&v)' -k-toA (v-i) x : ^£fi%4k£®<o&m$te%\T°h 

5 h y t> b *V K*f ) 0#ftT*fctt*#te^ 0 ~ 2 0 OtT'tT^^tb 

I ■ 

So 

» 

±IB-^ (iv) t-jgs; (v-2) x^n%4k£!&<Dfcfon'&%ax*h 

10 xf £/flivr, . 2 0°C~iSa^T'fr^6tLSo 

(I-B) T**£;h,5flS<fr4foiK R 1_a ^ i~2fl©OR 6 ^ 

fcliCONR 4 R 5 t*It$|ltV^Cl~47/^;K^5f^ o£ 5 
-tt5£ (I t'b- 1) 



1-a-1 



15 




(I-B-l) 



(j**, R 1 ~ " ~ 1 f 3\ l~2{iOOR 6 £fcf2CONR 4 R 5 TS&£;n,TV^ 
^ftSffc^fef*, — (I-B- 2) 
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1-a-2 




(I-B-2) 



(5tt», R 1-a-2 te, l~2fll<DCOOR 6 T;-g|&£;ft-Cl^C 1~47M 

5 X — R 6-8-2 (VI) 

(st^ R 6-a-2 (i N (i)Cl~107/^/K (ii) C 2~ 1 0 
(iii)C 2~1 0 7/^/K (iv) 1 ~ 5 feCDR 1 8 T?ff^£tlTV^/^& L < 
ii*tt(DC3~l 5«tL< lilix^if, (v)l~5i©R 1,8 T'i 

tft$ixTv>5^t t < tzmwMv i~4 ft©sK*w-?» % i ~ 2 mommrn^- 

10 *3«t^/'*fc{li~2^©^jg^^Wi-5 3-1 5M©fit)L<ttZ 
*fcte(vi) l~5{®OR 18 Tg&£tLTV^/^L<te«& 
(DC 3-1 0^^^L<^-m«mS, £,fclKl~5flil<2R 18 T*S&$ 

T$/SLtM 1 - 2 3~10l«t)L< 
15 Hljt^bMHSSl ~2i@T?gm^tlTV^C l~4TA^^£:g;b 

i~ 0 ) T^£*i5te£ti££)&£-£3a\ &svMt-j«; (vn) 

H N R 9 R 1 0 (W) 
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I 

SrJBV^ -7 8~5 0°CTfT^^tL5 0 ' 

(I-B^-2) T^$tl?)^t)(??3t7DS^O-^ (VI) 

(I-B-2) T^$tl?.^t;CDat7n^^<7)-^ (VII) X*7jk 

y-^K ^y^n/v^) o~i o o°cxfttefrtiz> 0 

10 £/c, -jftst (I-B) * N R 1 #NR 4 R ,5 ."CjS>!3, R 4 £5i:tf R s #^;ft 
^tUfiSCLT, l~5®OR 17 Tg&£;ftTV^^t>L<te&ttt&<7)C 1~ 

fctt*ft&fc£^saEfc*fc£fci^£* N 1~ ft ;b (i-b-3) 




a-B-3) 



15 (SKfi N R 4b_3 fcJ:tfR 8h - 8 Kt^n^*l48ufl[LT/l'-5fiOR 17 Til* 

znx^zfr-b l < t^L^ns^o ci-15 T)u*}vx*h v s -e^ftiit^fB#« 

HfflEiIHCS*^^^1- 0 ) T7^$ ft Steffi, ^T©SJ£lg^ (1) 
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NH, 1 




(I-B-7) 



O 

,4b-6A 




NH 
Y 



N - x -w, 

R 3 " 3 



(I-B-6) 



D 4b-3 D 5b-3 




(I-B-3) 



il7C 



,4b-3 



V NH 




(I-B-5) 



TS KflS 



R 4b %V" 




(I-B-4) 



10 



tt&itt&oc i~i 4T;^;^*t)L, R 5b_4 tei ~5fll£>R 17 -eg^£ 
;h/TV^M>L<li&titlfc<0C l~l 4 7^H$i3l^ ^:<Z)ftilC»IB^-{4 

T\ K^7^f K (^fD/^n?^ h\ ft^P7^ t-2 0°C 

(^n*M N i&^f-l^ $**?vi/a:~ tvK Tf7t Fa 
7 7^) I 3 , T^<b 0-4 0°CT*^$-&5- tKX 0fr**?Jx5o - 
*J£te#* (TV^V. ^fUMgQ #ffl^T, ***fc#-CfT& 5 £ 
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(I-B-7) tt % -jftst (H-2) 
NC S 7 a 

i: y (n-2) 

H 2 N' X > 

5 R 3a 

-f®& (m-2) 




(m-2) 



±IB-« (n-2) t-jtts; (m-2) T^^tbS^^oRj^fi^^ 

15 ^rtt^SSE (rf7tKo77y|) (y^^A^y^n tvur?: 

(c) -JK (I) *K R 2 fcj;tJ«R 3 ^to1-Stx 'M<HiWOH 
*fctt*;fc&£^5S&&fr^frg>|k o*&-Jtt5t (I-C) 
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R 1a 




5 f 0 ) T^SftSfc^&f^ (I-B) -C^SJlSfb^**, R 2 *5£ 

mx-tbz>ik&fa, (i-B- 8) 




10 S*Sr*fci"i^ fcffLZ"- 8 , U b ~ 8 :fc«ktfR 3 - b - 8 flS*;bi-£* N 4>fc< 

15 fvK ^DDTjN/ki.^) cfi N (H^fc* Srfflivf, -8 0°C 

~8 0 < CT?fi3&*>ti/5o 

(D) -$5£ (I) *K R\ R 2 ^il5R 3 *S^fc1-Sif % ^&<it>lfl# 
= N - O R 6 * fctt = N - O R 1 1 S^S^i"^^ o * 19 
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(I-D) 




(I-D) 



tPC*!*i*t>i;^ fcfcLR 1 ~ d > Z d , U^tfR 3 -^*^^ 
4>ft< it l^« = N-OR 6 ^fc«=N-OR 11 ^#^-t?,S^bU j e 

(l) (I-B) R\ R 2 fcJ:t;R 3 ^tI 

l-fttefc-Jfta; (i-B- 9) 



10 




(I-B-9) 



(5£f N R 1_b-9 N z b ~\ U b - 9 fcJ;t^R 8 - b - 9 tt N z, u 

&£t>*R 3 £l^«S*«;b-t 0 fcfctR 1 -"- 9 . Z b " 9 , U b - 9 &J;tm 3 - 

h - 9 tmt>-rm^, ^<Hii«:-cH (o-ci-47;^) 2 &-a 

(2) -$5t (I-B) T^tlSfl^W, R^'^OH^ftSlT'fe 

5ik-£tm\ tt<(i-K (i-c) T^SftS-fb^, ■f-ftfc'fc-jRjS 
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( I -B- 1 0) 




,3-b-10 



b-10 



(I-B-10) 



U&<fcl>*R 3 £:l?i3CS*&«fr1-o fc£ IR 1_b - 1 °^OH^W\ t> L 
5 <tez b " ic \ u^^fcitKR^-^tfs^bl-i^k 4>fc< i & HBttOH 

?\sj})Vi£*M 5: H\ tfcte^lf V M a U KSS&jBvvt, 0 ~ 5 0 o Ctrfj 

15 

N-0-R<\ tfcfiHaN-O-R 11 /^!:, 0-5 0^^5, 
(E) (I) 4\ R\ R'fcitfR'tfs^fcrt-Sfu *J>fc<*t>HBfi 

20 (I-E) 
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R 



,3-e 



tmcM^m^-rtK /^lr 1 - 6 , z\ u'&jit/r 3 -^**?-^^ 
ffcftkmznw&mfr't. ) ^^ti^it^m-t, (i-d) t«^$ 

OHSr^^t"5S**t>i-4b^* % o^^-j^st (I-D-l) 



R 1-d_1 s Z d -\ U d - 1 feit>'R 3 - d - 1 fis -We*LR\ Z, U 
^it/R^I^Cf^W^ fcfcLR 1 - 11 - 1 , Z d "\ U d -'|5j;l)!R 3 

- d - 1 ^*fri-S'K if|{t=N-oH^^-t-§S«bu * 

■* - i: J; •? Mif-T 5 ^ £ as-ct § o 

*fc> (rv) x^$ti5^%{i, (i -a) -c^Sfts-fc 
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I 
i 

^^^telgiI^T'fc§-M (n) N (ni) , (v) x (vi) &cfct>* (vii) 

; t 



5 




(5£^ s R 2 ~ a iiR?i:llCE*^^-r^s OH, ^77, =N-OR n l 

*$tbS-fb^*jf4> (vin) 

o 

NC Y"^R 2 ' a (VIII) 

R 3_a 

t K^^SrRJSfS^SwirKiitiaKtSiixS. -jRafc (HI) 

ir$*l-cv^ 0 *fc, -j« (vi) t^^sft^H, i-v-tv- 

1 - (2 -jrf^TU— 4— ;V) ~? 2 -^f^Bioorganic 
15 &Med. Chem.,S_, 181-189 (2000) (Cfg^$^TV^ 0 



47 



WO 02/053565 



PCT/JP01/11581 



i 

5 BSHi> ^W-ffc-g-ftSrl^ 3, lOfci03Omg/kgmfc7y 

io [*38W<b-g-*©|||31iStt] 

CD ^yf>fy^7yt^ 
[iHfiQ 

15 UCRF 1 MWJ3§gl»t* (gltfcte CHO-Kl «) & 3 > 

fHJfiSr P B ST- 2 HJife^LfcflK Ltt'<4 yf4 v^WSm. 
(Tris-HC 1 (5 0mM, p H7.0) s EDTA (2mM, p H8.0) s MgC 

1 2 (i omM) ) vmrnvito mnvtc-mfa%y$>xm<D**i?j-4-?- 
20 %m^xfflfcLtt&, ioooo gt-i^u mrn^muhtco mtsiLitwm^ 

%'J>jk<Ds<j y?7y*4MmmVftmm Lfcft, Wt&& lmg/m 

1 fcft h £ 5^ ^7 yt^i«« Lfc 0 K±*Bnii^ t L 
T'M yf-f >-^T y±4 KJBVyfc. 

25 125 I-CRF^0.5nMtJl/^J:5 t-'M yt^Wt't 
*U 1.5m 1 fa^l:5 0 ju LiP^LfCo 
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Ltt.&&Ms DM SO (^>7^>^) > tfcltl 0 0 juMOCRF (#• 

#^ift/B) £ i n Lf-^-ylLM^ Mcmz. 5 o n L^wmftZMx-, & 

fcZmte^ttL ( 125 I - CRF<£»fUtte0.25nM) 0 ^ ' 
2 8$^^^- h Ltc 0 Rm^rTm. WmftZm^tttb 15000 r pm 
5 X«m>b Ltc&s ±m &3#T, tR^ Lfc P B S /0.01%Triton X- 1 0 0 T 2 0 

Z<D%5$k, *mW4k&mt%L\^®fc&&W;& ( I c 5 0 jitt< l ii M) &w 
io (2) 

J: "9 5 0 cm<Djij${3: N |^Cft£ (5 0X1 Ocm) (D2^(D^-— ~f 
>T~J*ks WICMZ (5 OX 10 cm) <D2lf<D? p-XT-A (4 0 c 

15 Lfc 0 

»3 0^ftI^^©»I (5ml /k g) £gP&#LfcSD 

(«« *5j:r>'#T-A^A6iE]m^5^ita'jtfc 0 mfc&Ytmmm*. 
20 ^m^mi~2^i- 0 

0l£J:t>*2 *mw<DM1MM2 (7 8) o{b^«tef± % &4*3&.fc 

mm 
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&A&£tf#*&P**fctt&«te^T&$J 0»J*ff, 50a |-it' 

y-K5o?s, «?oir, fttmoom, 'b l JtM&n%&?^m, 
vkmm) s jKitMF, ^ffittw, (ptsd) N mit 

* h isxumte&mm. * b ^fmmmm. * b uxm%&®, * b u 
xffi%&mffi, ¥WKm*h\'x > *ttBWsyi>^^ ^m^tm*^ # 

-ASS; (i) "e^^s^K^ KffJnilu 
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I 

teZtf, ii^'^A-Afcyt^, HUfc.O^ .'lmg^b 1000m gCOf£HT\ 
O.lmg^&l 0 OmgCDf5IS-C\ 1 0 1 lU^bffi^P^ («b<«, 

15 J£r©**^ ifcttlBe^W (7^h-^> -v^h-zK Wfc 
25 fentt4©fcfc©rtJIUBi^Hu Ii&#JftfcSf££;ft5*^ Hills 9L2t 
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r*. mmm, mmimk %<mu mmk &m mm\ . 

bnmfcjLMtem^xmm^zfrmmmftm\-£<>xmm, mmznzo * 
m%*^^ tizftmmn, mm, mmm. wlxm, * 

■7u-%\<Dmm3rmix $mmmmm 2,868,691 ^xumm 3,095,355 
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NMR omm fc* § fix V> 5 #ya rtOifflKtt* ffljefctt/S Lfc*JH4r* 
5 LW5 0 




10 T^^^WTn 1, 2 -v^5M--4-7< h^v-<^^ (13.6 g) ©H 
i£^if (2 0 0ml) i&J&K, N-^n^^W5 K (17.8g) &&Tfi2, 
2'-7/Wy^n = (4 9 2mg) OM^^Px., 6.5 Effl 

#L7c 0 5tt«r0HrT*»Lfc. SfciSSrN, N-^f/u*M75 K (1 
15 0 0ml) K1»»U i/T>ifrr (9.86 g) SrJfl^ ^T—lfejt# 

4) fiiLT, uT<Dmm&*#-fz>MM<k&m ai.78 g ) &#fc„ 

20 TLC : Rf 0.20 (n-^fy : S^txf ^= 9 : l) ; 

NMR (300MHz, CDC1 3 ): 6 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s, 2H), 2.32 (s, 3H) C 



##!|2 
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H 3 co 

T/urfi/^ij^ ,##^J 1 x-mm LfcA^fe (11.7 g) o|S|xf/u (6 0 
5 ml) ^M^M)^ (2.3 g ) Sr»0U:^rtTin^, 50tt2H 

H8&#Lfc 0 EJfc*ttfcffl»3i?yi, (4 0ml), 4rJp^. N 2.5B^ifsftU $ 

( 3 0 0 m 1 ) imMLIt.. 2N»pH4irU 

10 fttttt&^S««fc-£4fe (l2.06g) fcfcfc. 

T L C : R f 0.45 (n -^f-^ : ^rc^= 1 : 1 ) D 

###11 3 

15 HaCCT^^S;! 

op-4-^ti^7-y^ 1/ ( 2 .14g)©»r }> 7 t Ko77>(l 
Oml) tM-7 8TO*PU 1.56MOn-yf/HJf !)V^t^ 
(6.5ml) »«Sr»TL, 3 0^MjJt#bfc. KJ£iS^«jf^ *tmbVJ 
yy°vh°ju (2.3ml) SriTU -7 8 0 C-e2B#f^^Lfc 0 R^m^K 
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t-:/5vM5vi^-xA- (4ml) TtfefrU ^ill.TO' 
4fcttte*W*5«Jg{b£«J ( 6 8 1 m g ) &#fc„ 
TLC : R f 0.55 (MfctJ-Vl/ : *?/SU= 19:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.22 (d, J - 8.4Hz, 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 
5 (dd, J = 8.4, 2.4Hz, 1H), 3 .79 (s, 3H) 0 



4- (2-^nn-4-^ bdp-V7i^) -5->WyW^ 



10 3 T^3t L/tft-^ (6 4 4mg) % 4-3- K- 5-;*77W>f V 

drf-y-/^ ( 6 5 8 m g ) N *5 itflfcl***?- h y I7i» ( 7 9 1 m g ) ©i? 
^ h^v^^ (2.5m 1 ) /7K (2.5m 1 ) JM&fcx X h?^* h !) 7 
)Vfc*7 & (3 6mg) Sr^Px. x 8 O'CT 1 6 ^WHJt# Lfc„ 

A-CftjfiS^^ *BUt„ »>^W7A^n^f^7^- (n- 
-^M^ : H^c^= 19:1-15:1) Tit^U WTOltti^t 
i-S«J8^^» (6 3 7mg) &#fc„ 
TLC:Rf 0.44 (n-^ty : ft»xf;l/=3 : 1) ; 
20 NMR(300MHz, CDC1 3 ) : 5 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) D 
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I 




#%«4T?»5tLfcft^* (6 2 3ng)'©^;^ (2.8ml) 
5 1.5M^hy'r>A^ h^K/^^y-^vaStt (2.8m. 1) Srfll*, ifit4l§ 

JV (10ml ;,l/l) Tife^Lfc TkJijC 4 Nl£|£ (lml) »x.T, 

10 «TO«H4fC^*i-5flttl^4fc (4 9 7mg) fcfcfc. 
T L C : R f 0.13 (n -^M*-^ : g£g£^5v^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) 0 

15 #%gfl6 

HN— N 




OCH3 



##«2"T?a!3ftLfc<b£to (8.63 g) ©F/Vxy (2 0 0ml) @£ 
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! ( 

m (8.0m 1 )■ *5fctft K7^y • l*fP#! (4.5m l ) .-SrJtljfcjt. gjCM^fe 
NjftiftSrJP'xi; EtM^'f-A'/ n -^^f" ^ (30ml/30ml)i t 

i 1 
(8.38 g) £#fc D 

T L C : R f 0.30 n o 7jvVi» : ^ ^ / 9:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J - 2.5Hz, 1H), 6.77 

(dd, J - 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H) , 2.18 (s, 3H), 2.07 (s, 3H) D 

0 . 

HWJ l : ' 

8-fc KndpV- 3- (2-^^/V-4-^ h^r^7^^^) 

-6, 7-v?bKP-5H-^n^ [d] t^^n [1, 5-a] t° 



OH 




15 OCH 3 

#%#J 6 X°m&Ltzik&m (5 0 0mg) <omm (3ml) v"^ 
n^^/ V- 2 -*;^y|gxf;l/X7f;V (0.40m 1 ) SrJPx., 3B#^3i 
SSLfe. SJ^ttSrMm^ft, ^^^-X^/n-^^rf-^ (10 
ml ; 2 : 1) *lN7Lti 0 flrtiJ Lfcjfei&Sr^Bl U v^^/l^— r/V/n - 
20 (1 Oml ; 2 : 1) TifefrU <£«IUT, J^TOM^&^t 5 

Wm\&® (4 8 0mg) fcfcfc. 
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T L C : R f 0.47 u n ftjUJ* : / —)V= 9 : l ) ; 
NMR (300MHz, DMSO-d 6 ) : 5 11.90 (br s, 1H), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 (dd, J = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H) 0 

5 

7-^tKP-5H-^P^ [d] \?yW [1, 5-a] 



ci 




»M 1 V§m lstcik£!%) ( 4 0 0 m g ) CDhy^^ (4ml) 
Jr3c^mkV> (0.60m 1 ) feit^^/K/-- y ^ (o.25m 1 ) 1 

£fe (4 1 lmg) £#f Co 

TLC:Rf 0.52 (n-^dr-^^ : ^^^= x : !) . 
20 NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 
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2.15(s,3H)„ 

8- O-^yW^) -2-^^-3- (2-^^-4 r ^h^ 
5 1/7*. -M -6, 7-^tKo-5H-^0^ [d] [i, 
5 -a] t°y 



#%#J 7 Istcfc&m (1 5 Omg) s — ^9vKT 5 ^ (0.6 

m 1 ) 14 0 °CT 1 ftfflttft tfc 0 R&i&^fcfcJ'friPffc > V * 

10 ^/KD*7^^ovh^77/f^ (BSS^^l': n-^=3rf-^=l : 3) T? 
OILT. JEtTO»tt«SrWi-«ISjl^* (16 9mg) 
TLC:Rf 0.57 (n-^fy : Silif 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J = 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 

15 J = 7.0Hz, 2H), 2.89 (t, J = 8.0Hz, 2H), 2.30 (s, 3H), 2. 19 (s, 3H), 2. 14 (m, 2H), 1.69 
(m4H), 1.02(m, 6H) D 

HMff] 2 ( 1 ) -2 (3 6 5) 

1, 2-^^/1—4-^ ^^Vif^OfU^fcls ffiai"5{b^Sr 




OCH 3 
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10 



3 2 (1) 



8- (N-xf/U-N-n-^7i/.) -2-^ ^^^-3- ( 2 
4—* KV7x=/I/) -6, 7-i?th'n-5H-^DXy 
* [d] t'^yn [l, 5- a] t°y^^> 




OCH 3 



OCH3 



T L C : R f 0.43 (n -^^fy : /i/= 2 : 1 ) ; 

15 NMR(300MHz,CDCl 3 ): 8 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz,3H) 0 

20 



60 
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! 

i 

mteM2 (2)' ■■ . . ' . • 

8- (ti-'yb t>-N- (2-tKo^f>i/) T^y) -2-^f;V 
-3-(2-7!f/V-4-n^7i^) -6, 7-5?tKB-5H- 
[d] t°7^n [1, 5 -a] tT'jJ sVv 




och 3 



T L C : R f 0.80 (n -^iM' : SfflfcE?7U= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J - 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3 H), 2.15 (m, 2 H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz, 3 H) 0 



HMI2 (3) 

8- (3-^f^7^y) -2-^^-3- (2-/f;H4-n^ 
i/7z±~/U) -5, [3, 4-d] MyVxi [1, 5 

15 -a] t°y 
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OCH 3 



T L C : R f 0.51 (n— ^f-^ : ifflfeoc^u= 2 : l) ; 
NMR(300MHz,CDCl 3 ): 8 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H)„ 

1 

mmm2 (4) 

9- (3 °>^;UT$/) -6-^^-5- (2-^^-4-^ 

-2, [3, 2-d] t'r/n'Cl, 5 

-a] t°y *^ 




OCH 3 



T L C : R f 0.40 (n -^^-fry : ^^^f-/u= 2:1) ; 
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I 

M 
( 

NMR(300MHz^ CDC1 ? ) : 5 7.15 (d, J = 8:5Hz, 1H), 6.85 (d, J - 3.0Hz, 1H), 6.79 
(dd, J = 8.5, 3*'0Hz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H)'i 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H) 0 

5 jfti2 : (5) ' 

8- (3-^fA'7 5 7) -2-^^-3- (2-*?7l'-4-7* 

i 

^71^) -5, ,7-^fcKn-7o [3, 4-d] t°7/n [1, 5- 

, i 

a] try * . , 




10 TLC : Rf 0.33 (n-^fy : i^xf;l/=2 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

mmm2 (6) 

9- (3-^yf/H5;) - 6 -^A— 5 - (2-^f^-4-^^ 
V7i=^) -2, 3-v?tKn-7P [3, 2-d] ^7/0 [1, 5- 
a] b°y 5 v 5 ^ 
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TLC:Rf 0.43 (n : BKfcx?yP= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.83 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2.19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (m, 
6H) 0 

t 

9- (3--<yf;l/7 5;) -2-/^/U- 3 - ( 2 tvV- 4 3- 
10 v-^^/W) -5, 6, 7, f7 1 Ko-t'7^n [3, 2-b] ^ 




och 3 



T L C : R f 0.45 (n -^M*-^ : ^oc^= 2:1); 
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NMR(300MHz, CDC1 3 ) : 8 13.04 (br s, 1H), 7.91 (br s, 1H), 7.15 (d, J t= 8.5Hz, 
1H), 6.96 (d, J = 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (m, 2H), 2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1. 64(m, 8H), 0.91 (t, ' 
J = 7.5Hz,6H)„ 



(8) 

6-/^^-5- {2- ff-;V-4-t Y**S7 -9-[(2S, 
4R) -4-7< h^r->-2-^ h^^^^t°P U 1 -4)V\ -2, 

3-^tKn-7n [3, 2-d] fc'^/n [l, 5-a,] fc'ySv^ 



T L C : R f 0.24 ( n — ^-fy : @^;r^vl/= l : l) ; 
NMR(300MHz, DMSO-d 6 ) : 5 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J= 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J - 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95 (m, 2H) 0 

mm O) 
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9- (2-^/1—4-^ 
'>7x5.%t2, 3-v>fc Kn-tTno [3, 2-d] fy/o [l, 5 
-a] t'DXity 



10 




OCH 3 



T L C : R f 0.37 (n-^-^y : ft^n^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 814Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m,6H) 0 

H»!l 2 (10) 



2-^^/1—3- (2-^^-4-^ y*U7^^;V) -8-[(2S, 
4R) -4-7* 2-p< h^i/^^t°n ]) *Jy- l — T/u-] -6, 

7-^tKn-5H-^n^ [d] fcW* [l, 5-a] 
15 > • jfrttj* 
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H 3 CO 



och 3 




OCH, 



TLC : R f 0.30 (n-^fy : ftS^f^ 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 and 7.07 (d, J = 8.4Hz, two comformers, 1H), 
6.89 and 6.87 (d, J = 2.7Hz, two comformers, 1H), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H) 0 



10 mmm 2(11) 

2-^^-3- (2-^^-4-^ h*^?*-/^) -8-[(2S, 
4R) - 4 - n^f 2 - n f ;vt'p !) v^y- 1 -^/v] -5, 
7-i?tKn-7P [3, 4-d] Vyy'u [ 1 , 5-a] t°V*Vy-% 
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H 3 CO 




T L C : R f 0.22 '(n -^dffy : ;i/= 1 : 1 ) ; 

(300MHz, DMSO-d 6 ) 7.10 (brs 5 1H), 6.89 (d, I = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, J = 10.8Hz, 1H), 4.85 
(d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, lH),'2.21(s, 3H), 2.15-2.00 (m, 4H) 0 



gjfefgj 2 (12)' 

10 6 -*=f-)V- 5 - (2-^^-4-^ b^^^^^P) -9- [ (2S, 
4R) -4-p< h^ri/- 2-^ >^->^^vH; 0 D ]) i?^- 1 -^/U] -2, 

[3, 2-d] fcT^^n'Cl, 5 -a] tfy^v^ 
H 3 CCJ, 

0>^ ocH3 

N 




OCH, 
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T L C : R f 0.43 (y o n rfvl-'i* : y y 7 — ^= 2 0:1); 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H), 3.54 (m, 1H), 3.48 (dd, J = 4.5, 9.6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2. 1 8 (s, 3H), 2.01 (m, 1H) C 

iii 2 (13) 



-5, 7-i?fcKn-7P [3, 4-d] t7:/P [l, 5-a] 
10 fc'U^v^ 



T L C : R f 0.34 (n-^^rf-^ : W^^= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J - 6.6Hz, 6H) 0 

mMM2 (14) 

8- [ (2S) -1, h^yzf^y-2-^f/U2 7$ J 

/V- 3 - (2-y5vV-4-y h^f^a^/lO -5, 7-??tKo-7n 
20 [3, 4-d] t7/o [1, 5-a] fJM^Cx 

69 



8-^yy°Ptv^T5;y-2-y-^-3- (2-y^vi/-4-p< h^i/y 




OCH 3 
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OCH 3 



TLC:Rf 0.26 (n-^f-> : : l) ; 

NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.1, 2.4Hz, 1H), 6.57 (brd, J= 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, 
J = 9.9Hzi 1H), 4.90 (s, 2H), 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
(brs, 3H)„ , , , 



1112 (15) 
10 8- [ (2S) -1, h^>^>--2-^l/] 

[d] fc'yy'p [1, 5 -a] t'V 



r 



HIM' 



,OCH 3 



I OCH3 




0CH3 
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[ 

T L C : R f 0:30 . ( n -^*rW : BB^^- 2 .: 1 ) ; 
NMR(300Ktez, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H); 6.85 (d, J = 3.0Hz, 1H), 6.77 

■ i 

(dd, J = 8.1'; 3:0Hz, 1H), 6.47 (brd, J = 11.8Hz, 1H), 4.34 (brs, 1H), 4.01 (m, 1H), 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 
5 2.18 (s, 3H),.2.13 '(m, 2H), 1.86 (m, 1H), 1.65 (m, 1H), 1.04 (brs, 3H) 0 

1 ■ ' 

p 

1 

musm 2 (i6) , 

8- (1, 3-^7? f^^o^y-2->f/V) T^/-2-^5 L /^-3- 
(2-^;k-4-^^>7x^;V) -5, 7-v ! tKD-7c [3, 4 
10 -d] t°7 N /n [i, 5- a] t'U^v 5 ^ 




OCH, 



TLC:Rf 0.42 (n-^fy:^^=l : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H) 0 

2(17) 

(2-p< h^v-^^V) 7^-2-^f/U-3- (2-^^- 
4-p< Y*ci/7 *.=.;v) -5, 7-^tKn-7n [3, 4-d] \£yy*vi 



71 



WO 02/053565 



PCT/JP01/11581 



[i, 5 -a] try 



h 3 co^ Xn /^och 3 




OCH 3 

T L C : R f 0.24 (n ~^^-fy : ffi^^J-;v= l : l) ; 
NMR(300MHz,CDCl 3 ): 6 7.15 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 
3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H) D 

mmm 2 as) 

8- (1, T^7-2-^^-3- 
10 (2-/^;U-4:-* h*is7*~;\s) -6, 7 - v>fc Kp - 5 H.-f* p 
[d] t°7i/a [1, 5-a] t^'v^ 




OCH 3 

T L C : R f 0.53 (n -^^r^> : @^cc^vv= 1 : 1) . 
NMR(300MHz, CDC1 3 ) : 5 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 
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(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H)i 3.50 (d, 
J = 5.4Hz, 4H), 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J - 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 (s, 3H), 2.01 (m, 2H)„ 

5 gjj 2 (19) 

4-^ h -6, 7-^kFn-5H-^n^ [d] fc° 
[1, 5- a] t°y 



10 TLC : R f 0.41 (n-^fy :Siif;V=l : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J « 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H) 0 

15 

MMM 2 (20) 

(5RS) -8- (3-^^y^T^y) -2, 3- (2- 

_ 5> 7-^tKn-7n [3, 4-d] 

fy^p [l, 5-a] ws^y-mmm. 
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I 




OCH 3 



TLC:Rf 0.44 ,(n-^^-^^ : ^SSt^f-/u= 2 : 1) ; 
NMR(300MHz; DMSO-d 6 ) : 8 8.71 (br s, 1H), 7:15 (d, J = 8.5Hz, 1H), 6.93 (d, J 
= 2.5Hz, 1H), 6.85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J = 10.0, 2.0Hz, 
5 1H), 5.17 (d, J= 10.0Hz, 1H), 5.11 (m, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H)„ 

mm,M2 (21) , 

8- -2-^^1—3- (2, 4-^QP7x = 

10 )V) -6, y-^kKn-SH-^n^ [d] t'^n [l, 5- a ] 




CI 



T L C : R f 0.50 ( n ; ^^/u= 2:1) ; 
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l n 
i 

NMR(300MHz, CDC1 3 ) : 8 7.50 (d, J = 2.0Hz, 1H), 7.35 (d, J = 8.5Hz, 1H), 7.29 
(dd, J - 8.5, 'i'OHz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t,' J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 

= 7.5Hz,6H) 0 

t • 

mm (22) 

8- (3-^yf-;W7$y) -2-^^-3- (2-^f^-4-n* 
i/7x=/l/) -5, ,7-^tKn-k'DP [3, 4-d] f^/n [1, 5 
-a] ' 




OCH 3 



T L C : R f 0.48 D n Jft/l^ : t< ^ / — yU= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) D 

HflSflil 2 (23) 

8-^xf/l/7^-2-^f/U-3- (2-^^-4-^ h^v^^ 
/U) -6, 7-v?tKn-5H-i/^o^y^ [d] t°7^n [1, 5-a] 

try 5 ^ 
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T L C : R f 0.67 (n-^i*-^ : fffitt*.f-ji,= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H) 0 



8- (N-^^U-N-n-^^T$ J) -2-^^-3- (2, 4- 
10 ^DD7x^) -6, 7-^tKn-5H-^n^ [d] t°7^ 
D [1, 5-a] k'nv'y 



T L C : R f 0.78 (n-^-fy : |^^^ = i : i ) . 

NMR (300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 

(dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 
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j 

2.91 (t, J = 7.7Hz; 2H)„2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.32 
(m, 2H),'i.l7tt, ! J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) 0 

gMM2 (25) 

^ -6, 7-^kKo-5H-^^D^y^ [d] t'^y 

v [1, '5 -a] tfD^v^ 




OCH 3 



T L C : R f 0.40 (n -^^-fy : ^^x.fjv- 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) C 

15 HflSffjl 2(26) 

8- (N-7°n fcVl—N- T$/) 

-3 - (2-^^-4-y h^?^-/^ -5, KP-7D [3, 

4-d] t 5 7/p [1, 5-a] t°v - mmm. 
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T L C : R f 0.26 (n-^f-> : l^^fvl^ 1 : 2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4, 2.7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s, 3 H), 1.63 (m, 2 H), 1.00 (t, J = 7.5Hz, 3 H) D 



2(27) 

10 Y*is?^;v) -6, 7-^tKo-5H-^o^ [d] \fy 

[1, 5 -a] h°y. 5 *J> 



T L C : R f 0.27 (n — : gfi&.x^yV:= 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.5Hz, 1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H), 
3.81 (m, 1H), 3.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (m, 2H), 1.80-1 .53 (m, 4H), 1.08-0.94 (m, 6H) 0 

5 $mM2 (2 8) 

8- -2-^^-3- (1, Z-*J**i-<<>#' 

-6, 7-v>t Kp-5H-^p^ [d] t°7 N /n [i, 
5 -a] fcf.JJ ^v>V 



6-/ 

10 TLC:Rf 0.61 (n-^fy : ftSxf/i/=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J= 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J = 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H) 0 



mWM2 (2 9) 

8- (3-^^vVT^y) -2-^^-3- (3, r^?* 
-jv) -6, 7-^tKn-5H-^n^ [d] t^^o [1, 5- 
a] 




15 
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OCH 3 



OCH3 



T L C : R f 0.56 ,(n : ^m^/p= l : 1 ) ; 

NMR(300MHz,CDCl 3 ): 8 7.29 (d, J = 2.1Hz, 1H), 7.19 (dd, J = 2.1, 8.1Hz, 1H), 
6.96 (d, J =. 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz,. 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 



10 



HMI2 (3 0) 

8- ^n^nt>7?y- 2 -^^-3- (2-^^-4-^ 
7cn^/H -5, 7-v>tKn-7P [3, 4-d] t7^o [1, 5- a] 




OCH 3 



TLC:Rf 0.33 (n-^fy : ^^ =3 . 2 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7 .14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
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(dd, J = 8.1, 2.7Hz; 1H), 6.62 (brs, 1H), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), 'i;30 (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) 0 



^lfeM2 (3 1) 

5 8- (S^y^/UJ^) -2-^d^-3- (2-^^-4- 



^ hdpV7*=.7W) - 6, Kd-5H'-^p^ [d] 

t 

o [1, 6-0 



TLC : R f 0:62 (^^if > : Bftfe&?yl"= 5 : l) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J - 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) 0 

15 Hi 2(32) 

7 rn. :=•/!✓) -6, 7-i?tFn-5H-^o^ [d] t°7^n [1, 
5-a] t 01 J 5S» 
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jC 



TLC.Rf 0.59 (-<^ify : gj-gkxfvU= 5 : 1) ; 
NMR(300MHz,CDCl 3 ): 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1.52 (m, 4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J = 7.5Hz, 3H), 1.01 (t, J = 7.8Hz, 
3H) 0 

H»!l2 (3 3) 

10 8- -2-^y7"nt>-3- (2-^/V-4- 

^ hdri/^^^/U) -6, Kn- 5H-^p^ [d] 

n [1, 5- a] t°y S ^ • &$& 
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TLC : Rf 0.60 (n-^MM' : ffltt^A"* 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d, J - 
2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3.49 (m, 2H), ' 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz, 3H) 0 

HM2 (3 4) 

8- {2-^)Vff)VTXJ) -2-7*^-3- (2-^^-4-^ 
10 h^S/7*=./V/) -6, 7-^tFn-5H-^o^ [d] 

[i, 5-a] vy^vis-wm 




T L C : R f 0.55 (n -^*^y . g^ct^vi^ 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 1A6 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) D 

Hffiflil 2 (35) 

83 



WO 02/053565 PCT/JP01/H581 



8- (3 ^fjVT^J) -2~/f-/U^-^.^f-;U-3- 

4-t< b-^MZ^-sl') -6, T-v'tFn-SH-^n^ [d] h° 
yVn [l," 5- a] '.t°y 5: v>> ■ 



HN 





•HCI 
SCH 3 



5 T L C : R f 0.31 ( n : fflSgtx.f-A,= 3 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (brd, J= 10.8Hz, 1H), 7.16 (d, J = 8.4Hz, 1H), 
6.89 (d, J = 2:4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05 (t, J = 7.5Hz, 3H) 0 



2 (3 6) 



8- (N-^^-N-iy^ n^o tVPT5:/) -2-^^-3- (2- 
^^V-4_^ hdr^^^-^) _ 5j y-v'tKn-^D [3, 4-d] 
15 t°7^n [i, 5-a] h'y^v 5 ^ 
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OCH 3 

TLC : R f 0.16 (n-^M^ : IHfe3£?vu= 3 : 1) ; 
NM R (300MHz, CDCI3) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d„J = 2.7Hz, 1H), 6.79 
(dd, J - 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m, 1H), 2.33 (s, 3H), 2.16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) 0 

mmm2 (3 7) 

8- /) -2-7«^/L—3- (2, 4-v 5 ^f^7i = 
yv) -6, 7— Ko-5H-^o^ [d] t°7^o [1, 5 -a] 

10 




T L C : R f 0.50 (^Oif V : ^cn^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 
6.21 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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2H), 2.34 (s, 3H),..2 r 31 (s s 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 



(m, 6H) 0 " Uy. . 



jij 2 (38) 

5 8 - -2-^^7U-'3- (2, 5-^^7^^ 



T L C : R f 0.54 (n -^-fy ; f^rc^vp= 3 : l ) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) C 

15 |ij2 (3 9) 

8-^^D^^T^y-2-^^-3- (2-^^-4-/ y^yy 
-6, 7-^tFD-5H-^P^ [d] h'yyu [ l , 5 
-a] fjj^y 



^) -6, 7-5?t Kp- 



5H-^n^ [ d ] t^y-p [ x> 5 _ a] 
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TLC : Rf 0.36 (n-^fy : Sixf;k=3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.7Hz, 1H),.6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H), 
2.16 (s, 3H), 1.90-1.70 (m, 2H)„ 

A* 

8- (N-3i^-N-->^ n^W?;) - 2- / J- }V- 3- (2-^ 
10 Y^-yy a^^;v) - 6 , 7-v>fc Kd - 5 H-v^ n^<^ [d] 

fc°7^/p [1, 5- a] t°y $v?^ • jftittt 




T L C : R f 0.38 (n -^dri^ : @£^nfvl/= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J - 2.7Hz, 1H), 6.82 
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(dd, J = 8.7, 2.7Hz, 1H), 4.74 (m, 1H), 3.99 (ra, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz,. 
2H), 2.98 (t, J = 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1 . 16 (t, J = 7.2Hz, 3H) C 

5 mmm2 (4 ii 

■^y? [d] b°7i/n [1, 5-a] 




OCH 3 

10 T L C : R f 0.44 n p zjvi^ : ^ ^ J —/U= 9 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J= 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H),2.11 (m,2H) 0 

15 

(4 2) 

8- -2- (2-^U/U) -3- (2-^^-4 

h*i/7x=/i/) -6, 7-^kKn-5H-^D^ [d] 
^P [1, 5-a] t°y 
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HN 




och 3 



T L C : R f 0.33 (n -^fy : ftg?xf^= 4:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 3H), 3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J « 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1 .70 (m, 4H), 1.04 (t, J = 7.2Hz, 3H), 1 .01 (t, J = 7.2Hz, 3H) 0 

mmm2 (4 3) 

8- -2-y*.~/V-3- (2-^^-4-^ > 

10 **/7^-;V) -6, Kd-5H-^d^ [d] k7/p [l, 

5 -a] t°y *i?y-mmm. 




OCH 3 



TLC : R f 0.41 (n-^=¥f-^ : 4 : 1) 
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NMR (300MHz, CDC1 3 ) : 6 7.59-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88-6.82 (m, 
2H), 4.04 (ra^H), 3.85 (s, 3H), 3.55 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05, (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 
3H) 0 



2 (4 4) 



8- T ^y^ 2 -p<^-3- (2-^5vW 

-4-^ h^v^^/U) -6, 7-v?tKo-5H-^n^ [ d ] 
t°7 y P [ 1 , ' 5 - a ] t° U ^ 




10 OCH 3 



TLC : R f 0.30 (i&^^^W : ~)V= 19:1) ; 

NMR(300MHz, CDCI3) : 8 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) 0 

g^M2 (4 5) 

8- (N-^^-N- (2-^W?yx^) r^y) -2-^^ 
,1,-3- (2-U-;V-l-tY*i/7^~,V) -6, 7-v>tRu-5H 
20 -v^n-^ [ d ] t^^/p [lf 5 _ a] b -y^^. 2 mtt& 
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OCH 3 



T L C : R f 0.46 fMfc* f- : t * S —>V= 9:1) 



NMR(300MHz, pyridine-dj 0.5ml + CDCli ,0.1ml) : 8 7.42 (d, J = 8.4Hz, 1H), 



7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t, 
5 J = 7.5Hz,.2H), 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 
(t, J= 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1.90 (m, 2H) 0 

mnm2 u 6) 

8- (N-^^VU-N- (2-^W$/xf/U) T^y) -1-*=f- 
10 ^-3- (2->f^-4-n^7i=^) -6, 7-i?tKn-5H 
_^n^* [ d ] t-y^/p [1, 5-a] t°!J$vV 



T L C : R f 0.46 (ififbp* ^^'.^9 J «-/k= 9:1) ; 
NMR(300MHz, CDC1 3 ) : h 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
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(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.80 (t, J = 7.2Hz, 2H) 3 3.64 (q, J = 7.2Hz, 2H), 
2.99 (t, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 (t, J = 7.2Hz, 2H), 2.3 1 (s, 3H), 
2.25 (s, 6H), 2.17 (s, 3H), 2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H) 0 

mmm 2 (47) 

8- (4-^7°^T$7) -2-^^-3- (2-*?-/U-4-* 

-6, 7-^kKD-5H-^n^ [d] fy^/n [l, 
5 - a ] fc° y ^ • £££ 




OCH3 

T L C : R f 0.50 (n-^^rf-> : f^^^-^= 3 : 1) . 
NMR(300MHz, CDC1 3 ) : 5 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 
7.2Hz, 3H) 0 

MMM 2 (481 

8- -2-^^-3- (2-^^/V-4-^ h3-> 

y^=.;V) -6, 7-^tFn-5H-^n^ [ d ] [lf 
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5 -a] try^V^.-.iftiMi: . . ' 




och 3 



T L C : R f 0.40 ( n -^3rf-^ : fflg$t^?y= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.36 (brd, J = 9.9Hz, 1H), 7.12 and 7. 1 1 (d, J = 8.4Hz, 
5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 

r f 

2.28 (s, 3H), 2. 19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1.08 (t, J = 7.2Hz, two comformers, 3H) C 

10 M1MM2 (4 9) 

8- (N-^n ^-N - n^n ^ W U) -2-^^-3 
- (2-^^-4-^ b^v'^^^/U) -6, 7-^fcKn-5H-^ 
[d] t c 7)/n [1, 5 -a] k^^v'y-Illi 




OCH 3 
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T L C : R f 0.42 (n — ^f-^ : Jfflgjt^<?-;i,= 3 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (m, 1H), 6.88 (br s, 1H), 6.82 (m, 1H), 3.88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 
(m, 2H), 2.19 (s, 3H), 1.73 (m, 2H), 1.12 (m, 1H), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 
5 (brs,2H) 0 

H»ll2 (5 0) 

8- (3— <y^/UT*j) -3- (2-^^-4-^ b*is7*~/U) 
-6, 7-^Kn-5H-^n^ [d] [i, 5 -a] M 

10 y ^ i?y • jfi^ig 




OCH 3 

T L C : R f 0.46 (n : ^ggac^= 3 : 1 ) . 

NMR(300MHz, DMSO-d 6 ) : 8 9.25 (m, 1H) 5 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) 0 

H»] 2 (51) 

8- [ (2R) T^J~2-^^-;V-3 
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- {2-*f-;V-4-t y*l/y*~;v) -6, 7 -S?fc Ko - 5 H- 
u^y? [d] [1, 5 -a] t°!J $ W • 




OCH 3 

T L C : R f 0.21 (n -^^f y : i^xf 3:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J = 7.5Hz, two comformers, 3H)„ 

10 

H»(l2 (5 2) 

8- [ (2S) -1-/ Y**y~?$ V- 2 — f/Kl T% ; - 2-*=f-;v-?> 
- (2-*J-;V- Y**y7 *.=.)V) -6, 7-^kKn-5H-^ 

n^Ly# [d] \fyy'x2 [l, 5 -a] \?V *W -Wm. 
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T L C : R f 0.21 ,(n ~^*^y : ftgfe3if-yu= 3:1) ; 
NMR(300MHz ; GDC1 3 ) : 5 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J - 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
5 3.66-3.53 (m, 2H), 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1.09 and 1.08,(t,,J = 7.5Hz, two comformers, 3H) D 

mmm2 (5 3) 

10 8-v-^P^^vl/X^y-2-^9 L A'-3- (2-*^jU-4-* h*is 
7^~jv) -6, 7-i?tKP-5H-^n^ [d] t°yy*n [l, 
5 -a] t°y ^v 1 ^ 
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! 

I, 

TLC : Rf 6.30 (n-^f-y : Msf^ 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.7Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, ,iH), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (m, 1H), 3.82 (s, 3H), 3.15 (t, 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
5 1.95-1.65 (m,,6H)o ' 

1 

HMI2' (5 4) , 

8- (3— <l^T^T^ y) -2-y^-/U-3- (2, 4-^7;^o7x 
-^) -6, 7^tKD-5H-^n^,[d] fc'^/nr [1, 5- 
10 a] t°]) 




TLC : R f 0.57 ( n -^-fy ■ %^^J-/u= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J=8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J =7.2Hz, 6H) 0 

mmm 2 (55) 

8- (3— <>-fvl-T5; J) -2-H7MD^f^-3 - 

-4-^ -6, 7-i?tFn-5H-^n^ [d] 

20 e?/n [i, 5-a] >mm& 
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OCH 3 



T L C : R f 0.42 ( n : fflgjcj-,\,= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (br d, J = 10.2Hz, 1H), 7.1,3 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
3.56 (m, 2H), 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 



mmm2 (5 6i 

- (2-^^1.-4-^ h^>7^~jU) -6, 7-^tKB-5H-^ 
[d] b^P [1, 5 -a] fcry^^.lMMt 




OCH 3 



TLC:Rf 0.20 (n-^fy : ^xf^=3 : D - 
NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 8.4, 2.7Hz, 1H), 4.34-4.17 (m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.1Hz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), 2.30-2.20 (m, 2H), 2.18 (s, 3H), 1.38 (t, J = 7.2Hz, 3H) 0 

i 

5 mmm 2 (57) 

-6, 7-v^kKn-5H-^D^ [d] fc°7y*P [1, 
5- a] h°y ^ 



10 T L C : R f 0.30 (n -^^rt> : /1^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.34 (brd, J = 9.6Hz, 1H),3.81 (s, 3H), 3.80 (m, lH),3.10(t, 
J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2. 17 (s, 3H), 2. 18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) 0 

15 

HMffll 2(58) 

8- (N-^DtVU-N- (3-^^fvV) 7^/) -2-7^^-3- (2 
-f^fr-A-* h^rv-y^n/b) -6, 7 — V s I: KP-SH-^P^y 
* [d] fc'yy'n [l, 5- a] fc° !) ^ • 




OCH 3 
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I 




T L C : R f 0.43 {n-^-fy : g^^^= 3 : i ) ; 
NMR(300MHz,CDCl 3 ): 8 7.14 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 2H), 2.97 (t, J = 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1.42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) 0 

2 (59) 

8- (3 '^fr/UT^/) -2-^^-3- (4-^h^v-7^^) 

10 -6, 7-^tKD~5H-^n^ [ d ] f^/p [l; 5 _ a] b - 




OCH3 



T L C : R f 0.57 ( n — : ^zc^= 2:1) ; 
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NMR(300MHz, CDCI3) : 8 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 

1 

5 mmm2 (6 o) 

8- (3--<^/l/T^y) -2-^y7°ntVl/-3- (4-^h^i/^ 
-6, 7-i>tKD-5H-^n^ [d] t°7 v /P [1, 5- 
a] b°y 



10 TLC : Rf 0.54 (n-^fy : Sixf;l/=3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J= 7.5 HZ, 6H)„ 

15 

mm\2 (e i) 

8- t-^^vKT^ 7-2-^/^-3- (2-^^-4-^ b^v^cr. 
-/U) -6, 7-^tKn-5H-^n^ [d] Vy^/u [l, 5- 

a ] t°y s^v 
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OCH 3t 



T L C : R f 0.35 (n— : ^^^=3 : 1) . 

NM R (300MHz, CDpi 3 ) : 6 7.15 (brd, J = 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78 (dd, J = 8.7, 2,7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t, J = 7.5Hz, 2H), 2.30 (s, 3H), 2.18 (s, 3H), 2.11 (m, 2H), 1.57 (s, 9H)„ 

^jj^ll 2 (62) 



10 



8- (3 — <y?A'T$S) -3- (2, 4, 6-hy^^yV7*=/V) - 
6, 'Ko-5H-^n^y^ [d] [l, 5-a] t°y 

5 • mmm. 




T L C : R f 0.58 (n -^-^y : %t^^,u= 3 : i ) ; 
NMR(300MHz,CDCl 3 ): 5 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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!, 

2H), 2.13 (s, 6H)i 1.67-1.96 (m, 4H), 1.07 (t, J = 7. 5Hz, 6H) C 
m&M2 . C6 3 ) • . 

5 4-^ K=3r->7i=^) -6, 7-^tkn'-5H-^o^ [d] fc° 
[l, 5- a] h°y ^ v 5 ^ • 1 




OCH 3 



T L C : R f 0.28 (n -^M*-^ : |^^^= 3:1) ; 
NMR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) D 

15 M2 (6 4) 

8- -2-^^-3- (2, 3-v^^-4- 

tY**sy*~JV) -6, 7-^kFP-5H-^n^ [d] f^/ 
n [1, 5 -a] k°y 5: v 5 ^ 
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jC 



och 3 



T L C : R f 0.37 : |H&x?vU= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.1Hz, 1H), 6.78 (d, J = 8.1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
8,1Hz, 2H), 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m, 4H), 
1.03 (t,J= 7.5Hz, 3H), 1.01 (t,J= 6.9Hz, 3H) 0 

1 

H»] 2 (65) 



8- (3-^f;l/7 5y) 3- (2, 5-S?*77U-4- 




^ N^f-S^ai^/U) -6, 7 
P [ 1 , 5 - a ] hf ]) * i?y 



^tKn-5H-^D^^ [d] 




OCH3 



T L C : R f 0.43 (^^i?^ : fftfcx-*f-A,=. 10:1) ; 



104 



WO 02/053565 



PCT/JP01/11581 



NMR(300MHz, CDC1 3 ) : 6 6.99 (s, 1H), 6.76 (s, 1H), 6.20 (d, J = 10.5Hz, 1H), 
3.84 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m, 4H), 1.01 (m, 6H) 0 



5 2 (66) 

8- [N- (2, 2, 2 - H; ^;V^-p^^) -N-V^ n 7°a ^ 
75^-2-^^-3- (2-^^-4-^ Y**yy^=.)V) -6, 
7-^tK,n-5H-^D^ [d] t°7y*o [1, 5 -a] 



T L C : R f 0.62 (n — : @^^/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, J = 6.9Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2.18 (s, 3H), 1.03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) D 

jSffiflll2 (6 7) 



8- (2, 2, 2-Mj7/Utnxf-;l/) 7$/-2-^f^-3- (2 - 
20 [d] tf9/B [1, 5- a] k°!J V7> 




10 



OCH 3 
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HN ^CF 3 ,. 




OCH 3 



TLC : R f 0.22 (n-^f-> : H=ggaL=F-',u= 3 : 1) . 
NMR(300MHz,CDCl 3 ): 6 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (bit, J = 7.8Hz, 1H), 4.22 (dq, J = 7.8, 7.8Hz, 2H), 3.82 
(s, 3H), 3.12 (t, J ^ 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H),2.17(s,3H) 0 



8- [ (2R) h*^7'?>-2-4/^ 75 7-2-^^-3 

- (2 — tf-jv— 4— p< f^rv^^^/V) —5, 7-i?t Kn-7u [3, 
4-d] tyy'o [1, 5 -a] If D 5 • jfcftjft 



HN^ OCH3 
I HC1 




OCH3 



TLC : R f 0.25 (n-^-j^ : 8f^c^vu=2 : 1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 
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5 



7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.^5 (dd; J = 8.1, 2.7Hz, 1H), 5.45 
(d, J = 9.'9Hz*lH), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H),2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t,iJ = 7.5Hz, 
3H), 

mm (6 9) 

8- [ (2R) -1-^ h*i/??y- 2— f/l/] 3 
- (2-^fvU-4-p< r^^?^^) -2, 3-^tKn-7P [3, 
2-d] k°7/o- [1, 5 -a] b°U ^ • £&£[ 




10 OCH 3 



TLC:Rf 0.29 (n-^fy :^ixf;l/=2 : 1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H)„ 

If Ml 2 (7 0) 

8- -3- (2, 6-v ? ^^V-4-7« h^fV7x 

-/U) -6, Kp- 5H-v^ P-O^ [d] t°7y'P [1, 5- 
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a ] k D y • mmm. 



HN 




•HCl 



TLC : R f 0.33 (n : ^^/u= 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (m, 
2H), 2.14 (s, 6H), 1.66-1.96 (m 3 4H), 1.08 (t, J = 7 .2Hz, 6H) C 

Hjjffll 2(71) 

8- (3-^W5;) -3- (4, 6-^^-2-^ K*^* 
10 ~/l^) -6, 7-v?tKn-5H-^P^ [d] fc'y^p [1, 5- 
a] fcfJJ 




T L C : R f 0.33 ( n -^dri^ : ^m^/v= 3:1); 
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NMR (300MHz s ' CDCI3) : 5 • 7.99 (s, 1H), 7.37 (br d, J = 10.8Hz, 1H), 6.75 (s, 1H), 
6.70 (s, i'H);*4.6l (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7:8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 (s; 3H), 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (t,' J = 7.2Hz, 



6H) Q 



5 



mmm2 (7 2) 



8- (2t—03-j\>T^S) -2-^^-3- (2, 6-v^5vw-4- 
^h^->7^^),-6, 7-^kKn-5H-^P^ [d] 

p [1, 5- a-] t*y v^y 



T L C : R f 0.33 K^if ^ : gfcgkt^v^ 10:1); 
NMR(300MHz, CDC1 3 ) : 6 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) 0 

15 

g^ffij 2 (73) 



8- o-^^^r^y) -2-7^^-3- (4, 6-^^-2- 

^ h^ixy^^yu) -6, 7-i?kKn-5H-i/^n^ [d] 
p [1, 5- a] t°D ^i?^ 




10 



OCH3 
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HN 



jC 




OCH 3 



TLC : R f 0.33 (-<>if> : g^n^= 10:1); 
NMR(300MHz, CDC1 3 ) : 5 6.75 (m, 1H), 6.62 (s, 1H), 6.21 (d, J = 10.5Hz, 1H), 
3.80 (m, 1H), 3.71 (s, 3H), 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H) 0 

H;St#;l2 (7 4) 

8- (3-^^/^^^^-3-^/P) (2-^ 
10 h^rv-7^^)- 6( 7-v>t Kn-5H-^n^[ d ] 

t°7^n [l, 5-a] t°y 5v^- iggtifi 




TLC:Rf 0.36 (n-^fy : ^xf;u= 3 • D . 
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NMR(300MHz, CDC1 3 ) : 5 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 ' 
H), 1 .55 (s, 3 H), 1 .03 (t, J = 7.5Hz, 6 H) 0 

jig 2(75) 

8- (3-^yf^7 5;) -2-^/V-3- (5-^nn-l, 3-v> 
tf-^lNf J^I'- -6, 7-^tKn-5H-^P^ [d] 

k°7 N /n [l, 5- a] t'U 



T L C : R f 0.44 (^<^ifV : gft&a:^vl^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) 0 

(7 6) 

8- (N-x^-N-^>7^/) -2-^^-3- 

-4-> Y**s7^~;v) -6, 7— 5?fc Kn-5H-^n^ [<j] 

[i, 5- a] try^^-ifiSMft 
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OCH 3 



T L C : R f 0.43 (n -^3rf-> : %$&x.=?-;v= 2 : 1) ; 
NMR(300MHz, CDCl 3 ) : 5 7.26-7.43 (m, 5H), 7.13 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H),. 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 
(s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2. 19 (s, 3H), l,39,(t, J = 6.9Hz, 3H) 0 



umm 2 (77) / 

8- (3— <^/I^T^y) -2-^^-3- (2-^DD-4-M)7 
/l^p^ h=3rv^7^.^) -6, 7-v^tKB-5H-^D^ [d] 
t°7^n [1, 5-a] fn^-M 




HN ^ 



HCl 




OCF 3 
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I 

i 

T L C : R f 6.52 ,(n : Et&=.*h/y=% : 1 ) ; 

NMR(300MHz, pyridene-djCO.Sml) ,CDCl 3 (0.1ml)) : 6 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, 1H), 7.28 (m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t, J = 7.5Hz, 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H)„ 1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz, 6H) e ' 

i < ' 

I 

IUMI: (78) , 

8- -2-^^/1—3- (2-^PD-4-n^ 

-6, 7-i?tKP-5H^P^ [d] h°yi/p [l, 
10 5 -a] t°y • ±t^m 




OCH 3 



T L C : R f 0.20 ( n -^f-^ : g^^5vl/= 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz,lH), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J - 7.5Hz, 6H) D 

IM 2(79) 

8- (N-^OvVl—N- (2-/ b^i^^vu) 75/) - 2 -/f-A— 



113 



WO 02/053565 



PCT/JP01/H581 



3- (2-^^-4-^ Y*-S7^-;V) -6, Kd- 5H-V- 

finals* [d] t^y'n [1, 5-a] £ JU • ttHH* 




T L C : R f 0.24 : Sggoi^>=2 : 1) ; 

5 NMR(300MHz, CDC1 3 ) : 6 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7. 13> (d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) 0 

10 mtm2 (8 0) 

8- (1, 2, 5, 6-7 1 h^fc Knfc'U v?^) -2-p<^-3 

[d] fyy'n [1, 5-a] tfJJ$s»< 



- (2- 



114 
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o 




och 3 



T L C : R f 0.30 : gfcSfcx^v^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.85 (d,'J = 2.7Hz, 1H), 6.78 
( dd, J = 2.7, 8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 
5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H), 2. 1 6 (s, 3H), 2. 1 1 (m, 2H) C 

mmM2 (s 1) 

8- -2-^^-3- 5 - 

10 v^^/V:7aL=/W) -6, 7-^tKo-5H-^c^ [d] t°7/ 

n [ 1 , 5 - a ] fcf !) S • jttBfcW 




T L C : R f 0.29 (^^^ : I^Ji^7l/= 3:1) 



115 



WO 02/053565 PCT/JP01/11581 



NMR(300MHz,.CDCl 3 ): 6 7.29 (brd, J= 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, ■] H)v,3,90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3. 12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s„3 H),'2.28'(m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = 
7.5Hz,6H) 0 

»fr]2 (8 2) 

8- (1,, 2, 3, 4-t f7 t Kn>T V*cJ ]} >-2-j/U) -2-**? 
}V ~ 3 - (2-^^7V-4-^ b^r^i^U) -6, 7-t?kKa-5H 

' [d] fr/n [i, 5- a] \?v$.*Jy 



10 





T L C : R f 0.24 (^^M^ : fft&^j\,= 3:1) ; 
NMR(300MHz,CDCl 3 ): 8 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
15 J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H) e 

2 (83) 



116 



WO 02/053565 



PCT/JP01/11581 



)V) -6, 7-^tKn-5H-^P^ [d] [1,,5-aJ 



T L C : R f 0.35 (^^ft^ : Hixf ;k= 3:1) ; 
5 NMR(300MHz, CDC1 3 ): 6 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7.17 (m, 4H), 
6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J = 7.8Hz, 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H) 0 

(8 4) 

10 8- {2-*?-Jl'7^~M 757-2-^f-;l'-3- (2-/^-^-4- 
^ f*'>7x=^) -6, 7-^tKn-5H-^n^ [d] 
D [1, 5 -a] t°U %V>y 




OCH 3 




OCH 3 
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l ( 
i 

T L C : R f 6.37 : g^^^.= 3 : 1 ) . 

NMR(300pz, CDGI3) : 8 7.76 (br, 1H), 7.32 - 7.17 (m, 5H), 6.87 (d, J = 2.4Hz, 
1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H), 2.36 (s, 6H), 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1.96 - 1.85 (m, 2H) 0 

H»]2 (8 5J 

8- {Z-^jvy^-^) T^y-2-^'f/V-3- (2-^^-4- 
^ hdrv/^cc^/U) -6, 7-^tKn-5H-^P^ [d] f^y 
P [1, 5 -a'] t°JJ 




TLC : R f 0.38 (^-fy : ^rc^= 3 : l) ; 
NMR(300MHz, CDCI3) : 8 7.96(^,1^,7.32-7.26(111,1^7.19(^1=8^, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) C 

mMM2 (8 6) 

8- (4-^^:7 7^y-2-^f;l/-3- (2-^^-4- 

^ h^v-7oi^/k) -6, 7-^tKn-5H-^n^ [d] h"?;/ 
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P [1, 5 -a] Jf $^ 



1. 1 




och 3 



T L C : R f 0.33 (^-fy : H&x5vU= 3:1) ; 
NM R (300MHz, CDCI3) : 5 7.93 (br, 1H), 7.23 - 7.11 (m, 5H), 6.87 (d, J = 2.7Hz, 
5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1.88 (m, 2H) 0 

(8 7) ■ 

8- (N-7^^/U-N-7°P t°;^T5: /) -2-^^-3- 
10 fdf^x^) -6, 7-^tKo-5H-^D^ [d] 

fy^ci [1, 5 -a] t°y 




OCH3 



T L C : R f 0.48 (^^f-> : ^zc^/u= 3:1) 
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NMR(300MHz, CDC1 3 ) : 8 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - 
6.87 (m, 4H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.15 - 4.07 (m, 2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J= 7.5Hz, 2H), 2.22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82 - 1.68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) G 

(8 8) 

8- (N-- <^^-N-^atVPT5y) -2-^^-3- (2-^ 
^-4-P< h^i/^^-^) _ 6> 7-^kFn-5H-^n^ [d] 
Vy^v [l, 5- a] h'y 




OCH 3 

T L C : R f 0.63 {^-f^ : f^:^/v= 3:1) ; 
NMR(300MHz, CDCU) : 8 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8 .4Hz, 1H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
1.98 (m, 2H), 1.67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) 0 

H»]2 (8 9) 

8- (N, N-^TD/l'T^) -2-^^-3- (2-^5vl--4-^ 
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fifi/7s=;V) -6, 7-i?tKD-5H-^D^ [d] fyVn' 

[l, 5 -a] fy-v'y- aofetfc 




OCH 3 

TLC : R f 0.46 (^f-^ : flSfcn^vl^ 2 : 1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J.= 18Hz, 
2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2Hz, 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2. 1 8 (s, 3H)„ 

10 %MM2 (9 0) 

8- (3 -^yf;^7^ /) -2-^^/1^-3- ( 2 f-fr- 4 - f- 
;VT^/7*-JV) -6, 7-^kKn-5H-^n^ [d] k 1 ^/ 
n [ 1 , 5 - a ] h° ]) * i» 




H3C CH3 
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TLC : R f 0.17 (^i^ : ftjfctfvi,^ 3. : l) ; 
NMR(3P0MHz,CDCl 3 ): 5 7.11 (d, J = 8. 1Hz, 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1, 2.7Hz, 1 H), '6.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J = 7.5Hz, 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s, 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
(m,2H), 1.80- 1.56(m,4H), 1.01 (brs, 6H) D , 

i . * , 

H»] 2(91) 

8- tV^T^y) -2 -^^-3- (2-^^-4 

h=3r^7x'^) -6, Kn - 5 H—>^ cr-?:/^ [d] h°y 

Vx2 [i, 5- a ] fy 5,-?^ • Eg** 




OCH 3 

TLC : R f 0.45 {^^is : ftSfcc^vl^ 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7. 12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2. 12 (m, 4H), 1 . 12 and 1.01 (t, J = 7.2Hz, total 3H) 0 

MMM 2 (92) 



122 
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|, 
i 

8- (N— (2'—7x.~}V3L*f-;V) -N-;/n 'tf/KT 

3- (2-')^-4->f^7i^) -6, 7-^kKn-5H-V 

9u^l/# [d], l^/n [l, 5- a] t°y vv>^ • jftiUft 1 




OCH 3 

5 T L C : R f 0.35 (^=*rf- V : g^^^vU= 3 : 1 ) ; 

NMR (300MHz, , CDC1 3 ) : 5 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 

.'( 

J = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) D 

10 

mmm 203) 

8- (N- (3 -y^=-)V-fxi -N-7°n tVUT^ /) 

-3- (2- t^jV-A-t y**y7^-jV) -6, 7-^tKn-5H- 

v/^px^ [d] [1, 5- a] fc°y^:/ 
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T L C : R f 0.40 : JV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.8.8 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 - 1.83 (m, 2H), 1.61 - 1.49 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 

MMM 2 (94) 



8- (N- -N-^PhVPT^/) -2-j*5vi>- 

10 3- (2-^f/l/-4-^f^>7i^;V) -6, 7-v^tKn-5H-'> 
[d] [1, 5-a] t°!/^^^ 



T L C : R f 0.48 : g£gfca:^yi,= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 




OCH 3 
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J = 8.1, 2.7Hz, lH), 3.83 (s, 3H), 3.63 (t, J = 6.6Hz,.2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 
J = 7.5Hz, 2H), ! 2.88 (t„ J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2. 15 .- 2.05 (m, 2H), 1 .66 - 1 .49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) C 



5 mMM2 (9 5l 



8- ( \-y*L^}V- 2 --f^-;v) 7$ J -v-tf-iv- 3- (2-^^ 



-4-/f^7i=;V) -6, 7-v?tKn-5H-^o^ [d] 



10 T LC : R f 0.41 (^^rf-y : @^m^/W= 2:1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82 - 2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) 0 

15 

HMI2 (9 6) 

8- ( 1-7 3 -^^/P) T^y-2-^f-/U-3- (2-^^ 

^_ 4 _^ ^df-v-y^-^) _ 6j y-^h KP~5H-^n^ [d] 



h°vyn [l, 5 -a] t-H^y-tit 




OCH 3 
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f^/a [i, 5-a] - mmm. 




T L C : R f 0.43 (^$-f- V : BB^^= 2:1); 
NMR(300MHz, DMSO-d 6 ) : 5 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, 1H), 6.85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) 0 

H»]2 (9 7) 

10 8- (N- - N _y n tVU-T^ 7) 

3- (2-^^-71— 4-^ hdr^7^-^) -6, 7-i?tKn-5H-^ 

[d] f7)/n [i, 5-a] h°» -m.mi& 
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T L C : R f 0.43 (^Sp-fr V : H=$^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.27 (d, J =8.1Hz, 2H), 7.13 - 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.7Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
5 2.43 (s, 3H), 2.3 1 (s, 3H), 2.22 (s, 3H), 1 .77 - 1 .97 (m, 6H), 0.98 (t, J = 7.5Hz, 3H) C 

^Mf!l2 (9 8) 

8- (N- {A-^^/vy ^=.JV) ^^-N-^ntVl^T 5/) -2-;* 
fvW-3- (2-*?-/U-4-* Y^-yy^^/V) -6, 7-v>fcKt3,-5 
10 H-S^n-^^ [d] t°7^D [1, 5 -a] fc° ]) 5; v>V • mBM. 




OCH3 
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I 

t 

T L C : R f 0.45 (/^^y : ^m^;V= 3 :1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.11 - 7.21 (m, 5H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, 
J = 2.7, 8.7Hz,. 1H),' 5.13 (s, 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J = 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 
3H), 1.77 (m, 2H),' 0.94 (t, J = 7.5Hz, 3H) C 

I 

mMM2, (9.9) 

8- (N- {Z-*^-)V7 ol~;V) -N-yn ¥}VT* /) - 

3- (2-^^/V-4-p< h^r-^^^-^) -6, 7-v^t Ka-5H-v- 

^n-<^^ [d] h°7^n [i, 5 -a] t-y^isy -mmm 




och 3 

T L C : R f 0.41 i^-fy : g^|ft=c^= 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J = 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
3H), 2.32 (s, 3H), 2.23 (s, 3H), 1.77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) 0 

^Mfli] 2 (10 0) 

8- (N- (4-;* h*i/~7^~ yl^) ^ f;l/-N-/n tVl^T 5 /) -2- 
^^-3- (2-^^-4-^ Y^-yy^-jv) -6, 7-^tKn- 
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, .hi 

l t 
i 

5H-^0^ [d] t^ya [l,.5-.a] k° 1) ^ v 5 :/ • 




och 3 



T L C : R f 0.26 : H^^/W= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J - 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J - 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10 (s, 
2H), 3.84 (s, 3H), 3,82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) D 

10 MMM 2 (10 1) 

8- (N- (4-^db7i^) ^fvV-N-^n tVUTS: /) -2-7* 
(2-^f^-4->h^7x=/i/) -6, 7-i?kKn-5 
H-i/^n^v* [d] k°7 % /o [1, 5- a] fcT U ^ V ■ *£Bfe4& 
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CI 




T L C : R f 0.26 (^f-^ : |^n^-/u= 3 . x ) . 
NMR(300MHz,CDCl 3 ): 5 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2. 1 9 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) 0 

$z1feM2 (10 2) 

8- (N- (2-^f;l'7 I ^) -N-/P tVPT $ /) - 2 -yfvu- 
10 3- (2-^f^-4-^^7i^) -6, 7-^tKn-5H-i/ 

^p-<>* [d] t^yn [i, 5 - a ] w^^y-mmm. 
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TLC : R f 0.46 : Sg|xf;l/=3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6^90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.4Hz, 1H), 4.53 (m, 1H), 4.37 (m, 1H), 3.84 (s, 3H),' 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0,97 (t, J = 
5 7.5Hz, 3H) 0 

mmm2 a o 3) 

8- ( (3S) - 3-^ f^f/V-1, 2, 3, 4-7h7tKn-{y 

=Jr;yy-2-^;i') -2-^^-3- (2 -^^-4-^ h^^y^ 

10 -/O -6, 7-v>fc Kn-5H-^o^^ [d] t°y>/p [1, 5- 

a] t°y • MMm. 



T L C : R f 0.56 *rfl/ : gj$fca.?vi,= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s, 3H) 0 




OCH 3 
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I 

jij 2 (10 4) 

8- (a—^yj-juT^y) -2-^f/i/-3- ('2-v ! ^f/i/7>y-4 

t'^n [1, 5-a] t°y • 2i£ifeSfr 




T L C : R f. 0.42 p p Ttvl^A : ^ * / —;V= 2 0:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.01 (s, 1H), 7.32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H) 3 
4.00 (m, 1H), 341 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

10 

SUM 2 (10 5) 

8- ( (2S) -1-^ h=3rv— 3 2 -"/a tV^) T^/-2 
->'^-3- (2-^^-4-^ hdr^y^-/^) -6, 7-^tKP 
-5H-^n^ [d] f^P [1, 5-a] fjl^^.ttl 
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• HCl 



OCH 3 



TLC : R f 0.26 (^1^ : 2:1) ; 1 

NMR(300MHz 3 CDC1 3 ): 8 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, 1H), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, 
S 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t, 3 = 7.2Hz , 2H), 3.08 (m, II?), 2.81 , 
(m, 1H), 2.31 (s, 3H), 2.20 and 2.17 (s, 3H), 2.15 (m, 2H) D 

mmm 2 ( 1 0 6 ) 



8- (N- (4-^^^^-7ai^;V) T^/V-N-^n fcVl^T ^ /) -2 
10 -^^-3- (2-^^-4-^ h^fi^^/V) -6, 

-5H-^n^ [d] fc^/n [l, 5- a] t'y^v^-ig^ 
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SCH 3 




OCH 3 



TLC : R f 0.50 (^=¥if ^ : @^^^/u= 2 : l) ; 
NMR(300MHz 5 CDCl 3 ) : 8 7.25 (d, J = 8.4Hz, 2H), 7.18 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
5 2H), 3.84 (s, 3H), f 3.70.(ra, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 



mmm2 (107) 

8- U-^-A-fc^v?^- 1 — -2-^^-3- (2-^^ 
h^i/^^^/l/) -6, 7-^t Kn-5H-^n^ [d] 
[1, 5 -a] t'D 2til 
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!, 




OCH 3 



TLC : R.f 0.30 : ft»^/V= 2 : 1) ; 

r 

NMR (300MHz, DMSO-d 6 ) : 5 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
« 8.4Hz, 1H), 7.00 (brd, J - 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J - 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) C 

mMM2 (10 8) 

8- (4- (2-^db7i^) t'^yity-l-J^) - 2-*^-)V- 
10 3- (2-^f;V-4-n^V7i=;l') -6, 7-v?tKo-5H-V 
^p-O^ [d] t°7^n [1, 5-a] 
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OCH 3 

TLC : R f 0.38 : ^^f-ju= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.41 (dd, J= 1.5, 7.8Hz, 1H), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 2.7, 8. 1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3. 16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) D 

^M#1J 2 (10 9) 

8- (N, N-vW/WT^ 7) -2-p<^-3- (2-^^-4-^ 
10 hdrv-^-yU) -6, 7-yt Kn-5H-^P^ [ d ] 
[ 1 , 5 - a ] 1^^^- 




OCH3 
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T L C : R f 0.57(^^-^:^31^=2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 7.8Hz, 1H), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m , 4H), 1 .38 (m, 4H), 0.97 (t, J = 
5 6.9Hz, 6H) 0 

mmm 2 (110) 

8- (N-^f^-N-^W5y) - 2 3 - (2-^ ^/W- 

4-^ h^^7x^;H -6, 7-^tKn-5H-^P^ [d] f 

10 7^/0 [1, 5 -a] -msm 



T L C : R f 0.36 (^-fy : BB.^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : b 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (ra, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1.40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) 0 

lii 2 dip 



8- (N- (4-^fvU7*-/V) ^f;l/-N-7WU) -2-^ 
20 /V-3- (2-^^-4-p< b^v'7x^) -6, 




OCH 3 
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-v^n-^^.Cd] t'7yn [i, 5 - a ] t° y ^ v>>- • i»!£ 




T L C : R f 0.53 (^^^^ : %m^fr= 2 : l) ; 
NMR(300MHz,CDCl 3 ): 8 7. 10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1Hz, l'H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H) 0 



H Wil 2 (112) 

10 8- (N- (4-^^:7^-^) ^^_ N _ (2-p« Y^rxy^/V) T 

%S) (2-^^-4-^ -6, 7 

-v^fc Kn-5H-^n^ [d] t'7)/p [1, 5- a] fc°y $ • 
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OCH 3 

T L C : R f 0:23 ' i^-fy : 0BSt^J\^= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2.19 (s, 3H) G 

1112 (1 1 30 

8- (N-i/^n^atT/u-N- (4-^^7^-/k) ^W^/) - 
2-^^-3- (2-^f/V-4-^ h^7x^) -6, 7-^fcK 
10 P-5H-^n^ [d] fy/n [1, 5 -a] If U • itBMfc 



139 



WO 02/053565 



PCT/JP01/11581 




OCH 3 

T L C : R f 0.35 : g^;c?vV= 2:1); 

NMR(300MHz, CDC1 3 ) : 8 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 ( S> 3H), 2.31 (s, 
5 3H), 2.30- 2.10 (m, 3H),2. 19 (s, 3H), 1.10 -0.80 (m, 4H) 0 ' 

H»!l2 (114) 

8- (N-i/? uzfu tVl/^^/i/-N- (4-^^7ai-^) ^yl/X 5: 
/) -2-p<^-3- (2-^^/1^-4-^ -6, 7- 

10 i^k KP-5H-^n^y^ [d] f7y'P [1, 5 -a] t"!)v^y- 
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OCH 3 



T L C : R f 0.37 i^-fy : ^3l^-/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.30 - 7.00 (m, 5H), 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H),'2.22 (s, 2H) } 2. 1 1 (s, 3H), 1 .38 - 1 .05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35- 0.10 (m,2H) 0 

HjfcM 2 (115) 

8- (N, N-^nW^) -2-^/V-3- (2-^^-4- 
10 > h^rV^^^V) -6, 7-i>tKo-5H-^o^ [d] fr/ 
n [1, 5 -a] t°y 5 i/> 




OCH3 
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TLC : R f 0.59 (^3r1^ : RSfcc^vl^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J. 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 
5 7.5Hz, 6H) 0 

^jfeM 2 (116) 

8- (N- (4-7^/1^:7^^/1-) ^^-,^_ N _ 7^y) 
-2-7^/1—3- (2-7<^/I--4-7< h^v-yoi-zu) -6, 
10 Kn-5H-^P^ [d] [1, 5-a] fcT 9 $ • 




OCH 3 



T L C : R f 0.47 (-^rf- V : @^^/U= 2:1) ; 
NM R (300MHz, CDCI3) : 8 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, J = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J = 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J = 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
191 (t, J=2.4Hz,3H) 0 
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iii 2 (117) 

8- (N-7*d tVW-N- (2-^-/1') T5:y) -2-^^-3- (2' 
5 ^ [d] t°^^n [1, 5-a] fc'JJS^:/ 




T L C : R f 0.55 (^f-> : @^^^-/l^= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) 0 

mm (H8) 

8- (5-y^7^/) -2-/^^-3- (2-}i?-/U- 4-/ 
15 y^~;V) -6, 7-^kKo-5H-^n^ [d] t e y/n [1, 
5-a] t°y ^ v>>- 
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i 

T L C : R f 0,58 .(^Mf^ : gj=|fe:t^7i/= 2:1) ; 
NMR(300MHz, GDC1 3 ) : 8 7.33 (brd, J = 10.5Hz, 1H), 7.12 (d, J = 8.7Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30- 1.53 (m, 8H), 0.94 (m, 6H) 0 

^»J2 (119) 

8- (N-v^ct^>^-N- (4-^;l/7i^) ^^T$y) - 
10 2-^^-3- (2-/^-4-^^7x^) -6, 7— ?fcK 
p-5H-^p^ [ d ] [1, 5-a] fc> U $ S?> • ifcifeE 
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T L C : R f 0.38 : ^m^JV= 2. : 1 ) 



NMR(300lifaz, CD 3 OD) : 5 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 
J - 8.6, 2.4Hz, 1H), 5.20 (d, J - 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 
(m, 1H), 3.81 (s, 3H), 3.17 (t, J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 



5 2.22 (s, 3H), J :98 (s, 3H), 2.40 - 1 .60 (m, 1 0H) o 



mm 2' (12 0) 



8- (N-^^PTTotV^^-N- 

75/) -2— (2-^^-4-^ b^>7s-/l') -6, 



10 7-^tFP-5H-^P^ [d] fc'^/n [1, 5 -a] fc 0 !)^ 



T L C : R f 0.85 (^Mf-V : ftib^7l/= 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H) 0 




SCH 3 



OCH3 
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MMM 2 (121) 

8- (N- (4-7/^D7a^) ^f;k-N-^P \f;VT%J) -2 — 
5H-^d^ [d] t°7^t3 [1, 5 -a] k°y$i>^ 



F 




5 OCH 3 

TLC : R f 0.87 (^^y : ffigt^;i,= 1:1); 
NMR(300MHz, CDC1 3 ) : 8 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J = 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

Hfeffil 2 (12 2) 

8- (N-^^n^/l/-N- U-y.fvl^^c^) ^f^/VT^y) -2 
-^^-3- (2-^^-4-^ h^^^^^/L-) -6, 7-v^tKn 
15 -5H-^n^ [d] t°7i/n [1, 5-a] t°V*i?y 
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OCH 3 



T L C : R f 0.48 (^1^ : ffi^^=?-jU= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 
5 (m, 2H), 4.08 (m, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H) 0 

mmm 2 (123) 

10 8- (N-s^vU-N- (A-^^/uyaL^/u) J.J-;VT^;) - 2 f" 
)V- 3 - (2-^^-4-^ Y$ri/y -6, 7-i/tKn-5H 

-l/$Kis<l/t? [d] t°yy*P [1, 5-a] fUS^i/ 
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I 




, OCH 3 

TLC : R f 0.69, i^-fy : @^^,i^= i : i) . 
NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (brt, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 

.if'- ' 

3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1. 18 (t, J = 6.9Hz, 3H) C 
MMM2 (12 4) 

8- (N-7*n tV^-N- (4-M)7/^p^^7x^;1/) y^j? 
10 /) -2-p<^-3- (2-^^-4-^ h^-iyy^-ju) -6, 7- 
^tFn-5H-^n^ [d] [i, 5-a] 
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OCH 3 

T L C : R f 0.79 (^f-frl' : 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), , 
7.18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2. 19 (s, 3H), 2.18 - 2.00 (m, 2H), 1 .62 - 1 .50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H) 0 

♦ 

mmm 2 (125) 

10 8- (N-7°n tV^-N- (t )> 7 t K» V 7 >- 2 — jVU) t^AsT^S) 

3 - (2-^f;l/-4-^ h^7i^/P) -6, 7-v 5 t 
Kn-5H-^n^ [d] t°y^n [l, 5 -a] t'JJ^v^ 
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TLC:Rf 0.31.(^^^:^01^=2:1) ; 



NMR(300MHz ; CDC1 3 ) : 8 7.16 (d, J = 8,1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 1 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2. 13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, 3H) 0 

> 

IIW2 (12 6) 

8- (N-^/l—N- (2-^ \> ;V) 7 5/) -2-/^-3 

10 - (2-/^-4-/ h^iS^x—Ao) -6, 7 -v>fc Ko- 5H-^ 
[d] fc^/n [l, 5 -a] tTJJ S^i/ 




T L C : R f 0.30 (^ftf-^ : H&jc^vU= 2:1) ; 
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I 

i 

NMR(300MHz;' CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7,'t4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 
3H), 2.18 (s, 3H), 2:13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) 0 

> « ■ 

mm (127) 

8- (N-7°n bVl^-N-i/^nya tVl^T ^ /) -2-^^;w-3- (2 
f^7x=;l/) -6, KD-5H-^n^y 
* [d] t c 7 s /n [l, 5-a] t°V *i?y ■ 




10 OCH 3 

TLC : Rf 0.45 (— =¥1^ : ^ai^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
15 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) D 



HjiM 2 (12 8) 

8- (N— n^/i^fvl'-N- (2-^ f^vo^A-) T ^ / ) -2 
-p<5v^-3- (2-^^vU-4~7< h^v^^A) -6, y-^tRd 
20 -5H-^n^ [d] ty^O [1, 5-a] t'U^v 5 ^ 
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OCH 3 

TLC : R f 0.57 (^3ff-^ : Wfflt^/^ 1 : 1) . 
NMR(300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), ; 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), ' 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) 0 

MMM 2 (12 9) 

10 8- (3-^ y-%-*y%j\,-$- ; v-i, 2, 5, 6-Tf7tFnt1^) 
-2-^^-3- (2-^^-4-^ Y*</7^-}\,) -6, 7-v>t 

Kn-5H-^P^ [d] t'r/p [i, 5-a] \?y*i?^-mm 
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O 




OCH 3 

T L C : R f 0.27 (^f-^ : g^^^/l/= 2:1) ; . 
N MR (300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 

1 

(m, 2H), 2.27 (s, 3H), 2.26 (ra, 2H), 2. 17 (s, 3H), 1 .34 (t, J= 6.9 HZ, 3H)„ 

mmm2 (i3o) 

8- (N-i/f fcVi^^-N- (4-^f;k7i^) ^f;i/7 5 
10 /) - 2-^=f-;U- 3 - (2-^fv^-4-7< Y^r^y -5, 7- 

^Kd-7o [3, 4-d] M'yyxn [i, 5-a] tlv^y-M 
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I 





OCH 3 

T L C : R f 0.68, : g^a:^-/V= 1:1) ; 

NMR(300MHz,.CDCl 3 ) : 6 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 (m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) D 

Hj&ffll 2 (13 1) 

8- (3- (3-^/U-l, 2, 4-^^f-v ; Ty-7P- 5— f/k) -1, 
10 2, 5, 6-x h7t Knfc°U i?/V) -2-^^-3- (2-Z?/U-4 
-^f^7x^) -6, 7-^tFn-5H-^n^ [ d ] y?? 

[1, 5- a] try Sv?> 
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OCH 3 



T L C : R f OAS (^-fy 2 : 1) 



N M R (3 00MHz, CDC1 3 ) : 8 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J - 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3Hj, 2.14 (m, 2H) D 

mmm2 (13 2) 



10 v-7x=;l/) -6, 7-i/tKn-5H-^o^ [d] t°7^n [1, 

5- a] try 5 • 





0CH3 
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T L C : R f 0.48 (^f->- : RKxf;|/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.37 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J = 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 
1 .00 (t, J = 7.2Hz, 3H), 0.99 (t, J = 7.5Hz, 3H) D 

(13 3) 

8- (N-v^ o/n t°/1^9vl/-N- (2-7^y/H 75/) -2-/ 
( 2-/^/1/- 4 Y*ci/7^~jV) -6, Kp-5 
H-v^p-<^ [d] M°yv*xi [ 1 , 5 - a ] f JJ 5 5>V 



T L C : R f 0.73 (^rf- V : gHfcat^-/w= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 

(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 

J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 

2H), 1.81 (t, J = 2.7Hz, 3H), 1.20-1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 

2H) 0 

Mt&ffl2 (13 4) 



8- (N— (2-/ Y*i/^)V) -N- (2-^y/P) 7?/) -2- 
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5H-v^frx:^ [d] k 0 7 N /n [ 1 , ' 5 - a ] t^v^ 



I 



H 3 CO 




OCH3 



T L C : R f 0.13 : ffi&^?-jV= 3:1) ; 

5 NMR (300MHz, CDCI3) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J - 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz,,2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H) C 

10 mm (1 3 5) 

8- -2-^^/1—3- 

^7i=;u) -6, 7— S?fc Kn-5H-^ [d] t'^/n [1, 

5 -a] t'D^v^y 




OCH3 



15 T L C : R f 0.80 (^f-^ : fft&c?vv= 1:1) 
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NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J - 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J= 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m,2H), 1.83 (t, J = 2.1Hz, 3H)„ 

i 

mmm 2 as a) 

8- (4- (4-^dp7x^) -l, 2, 5, 6-fF7tKoklv? 
)V ) -2-^^-3- (2-p<^-4-^ -6, 7- 

^tKP-5H-^D^ [d] fc^y'n [1, 5-a] t'H^y 



CI 




OCH3 

T L C : R f 0.10 : g^^5vi^= 3:1) ; 

NMR(300MHz,CDCl 3 ): 5 7.42 - 7.30 (m, 4H), 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) D 

HMffll 2 (1371 
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8- (N-i/^DT'oW^-N- a,=.;V) 

7) -2-p<^-3- (2-^f/V-4-M^7x^V) -6, 7 - 

^tFP-5H-^n^^ [d] t 0 ^/P [1, 5- a] fy^v^-' 

CH 3 




OCH 3 



TLC : R f 0.53 {^-fls : $^ft^f-/U= 2 : l) ; 
NM R (300MHz, CDCI3) : 6 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz,2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m, 2H), 0.18(m,2H) o 

n»j 2 (138) 

8- (N-T'p tVW-N- ( 4 - MJ ^ f /^^v'7x^) ^ 

15 /L-T^y) -2-^^-3- Y^-i/y^-jV) -6, 

7-^tKo-5H-^n^ [d] h°yy*v [1, 5- a] t° y ^ v 5 
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OCH 3 



T L C : R f 0.55 , : ^^jv= 3:1) ; 

NMR(300MHz,,CDCl 3 ) : 5 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H) 0 

Hijffil 2 (13 9) 

10 8- (N- (2-^y^) -N-^nyntVMf;^7$y) -2-t< 
^/W-3- (2-i? DD-4 r^v^^-y^) -6, 7-^^-5 
H— [d] t^y'P [1, 5 -a] 




OCH3 
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! 

T L C : R f 0.40 .(^dp-fft^ : f^rc^Tl^ 3. : 1 ) ; 
NMR(300]$Hz, CDC1 3 } : 8 7.29 (d, J = 8.7Hz, 1H); 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7; 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d,'J = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16-1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26(m,2H) o 

i 

t ■ 

H»!|2 (14 0), 

10 ^-3- (2^*^-4-;* b*V7*=^) -6, 7-v?kKn-5 
H-i/^n^^> [d] t°7^/n [1, 5 -a] t'U^v 5 ^-^^ 




OCH 3 

T L C : R f 0.52 (^f-> : ^oi^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (ra, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 (t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 
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mm (i4D 



T L C : R f 0.52 (^Mfy : SKxf;V= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78. (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2. 19 (s, 3H), 1 .79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) C 

Hi 2 (14 2) 

8- (3--<^f-^Z$y) - 3 - (2-^nn-4-xf^ 

V7x=;l.) -6, 7-i?kKn-5H-^D^ [d] tf^/o [l, 
15 5- a] t°y 



[d] h'yyo [1, 5 -a] fJJ 5 • 



5 
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oc 2 h 5 



T L C : R f 0.49 (^^y : ^&=.?->\,= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.06 (d; J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), . 
1 .06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) D 

mMmz (143) 

8- (3 °yf;U7^y) -2-^^-3- (2-^pp-4-i|>^ 

10 i/y^—fr) -5, 7-^Kb-7p [3, 4-d] t'^o [1, 5- 

a ] t°y %vy -mmm. 




OC 2 H s 



T L C : R f 0.40 (^^-y : g^J^/l^ 2:1) ; 
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NMR (300MHz,, CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H), 
7.07 (d, J.^= 24Hz, 1H), 6.95 (dd, J = 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, lH),'5.28'(brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H)„ 

! I 

i • 

Hjjffil 2 (14 4) 

8- (N-^ fvV-N-^v'/UT^ J) -'2-/^/U- 3 - (2-y^vU 
-4-p< Y3ri/y^~jv) -6, 7 -v^t Kn- 5 H-->^ n^^^ [d] 

t°7i/p [1,'5-a] t°v -mmm. 




T L C : R f 0.09 (^f-> : g^^^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 .80 (m, 2H), 1 .44 - 1 .25 (m, 6H), 0.90 (brt, J = 6.6Hz, 3H) D 

mmm 2 (145) 

8- (N-^/l^-N- (3— <^^/W T^y) -2-y^-/k-3- (2 
-^f;l/-4-^ b^r^7x^) -6, 7-i/kKn-5H-^n^y 
20 * [d] fyy'n [1, 5- a] \?D $V>-fflm 
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OCH 3 



T L C : R f 0.47 (^Mf^ : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d,'J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H) D 

Hjj£ff)2 (14 6) 

8- (N-^5vl"-N- (4-^-7°^) T^y) -2-^^-3- (2 
10 -y^-4-p< hdrv/7^^/^) -6, 7-^tKP-5H-^P^y 
* [d] [1, 5- a] *i>y -m^M. 




OCH3 



T L C : R f 0.51 {^-f^ : @^r5vU= 2:1) 
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I 

NMR (300MHz 5 ' CDCI3) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3,0, 8,4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 '(t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t„ j = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, 
4H), 1 .28 - 1.58 (m,4H), 0.97 (t, J = 7.2Hz, 6H) 0 • 

mmm 2 (147) 

1 

8- (N-^p/otVl/-N- (4-^^>7^-^) ^^/VT^y) - 
2-^^-3- (2-^pd-4-^ f^->7x-^) -5, 7-v^K 
xi-yxi [ 3) '4-d] t'7)/p [1, 5-a] WKi?>-mm. 




OCH3 



T L C : R f 0.54 : |Hfeai?yU= 1:1); 

NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 

(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 

(m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 

1.00(m,4H) o 



M 2 (14 8) 
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i 

i 

/) -2->^/V-3- (2-^nn — 4-^ b^^75t=/^) -5, 7- 
v^t FD-7P .[3, 4-d] [1, 5- a] t°y^v^-^i£ 




OCH 3 



t " 

5 T L C : R f 0.58 i^-fy : f^^^7U= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H)„ 

10 

Hjfeffi] 2 (14 9) 

8- (N-v'^cz^/^-N-yptV^T^y) -2-^^-3- (2- 
^^l^-4-y Y*^7^~^) -6, 7-v?tKP-5H-^n^y^ 
[d] [1, 5 -a] 
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OCH 3 



TLC : R f 0.45 (^^rf"^ : f^a-fvU= 3 : l) ; 
NM R (300MHz, CDCI3) : 5 7.17 (,d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
5 2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
1.78 - 1.58 (m, 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) 0 

l 

mmm 2 (150 

8- (N-^fy^-N- T^J) -2- 

10 {2-^^;V-4-^ Y$ri/7^-}V) -6, 

5H-^n^ [d] t'7^D [1, 5 -a] t° U 5 v 5 ^ • 2:!Mi£ 




OCH 3 

T L C : R f 0.63 (g^^/u :»»:*=3: 1 : 1) ; 
NMR (300MHz, DMSO-d 6 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (brt, J = 7.8Hz, 2H), 2.79 (s, 3H),' 
2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz,6H) 0 

5 mmm 2 (151) 

8- (N-7*n^-N- (4-7;^n7x^) ^fvKT^/) -2- 
*fvV-3- (2-^ hdf-S/^asvlO -5, 

70 [3, 4-d] [l, 5- a] t'U^y 



10 T L C : R f 0.34 (^^t^ : S^x^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H), 

15 

H»!l2 (15 2) 

8- (N-yn^V-N- (4-7/Vtn7i^) tf'A'TKS) - 2 - 
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F 
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5H-^d^ [d] fc°7^n [1, 5-a] k°y $5*1 
■ • 




och 3 



TLC : R f 0.36 (^f-V : ^^^=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 - 2.7Hz, 1H), 7.02'- 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (bit, J = 7.5Hz, 2H), 2.90 (t ; J =,7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) 0 

mmm 2 (153) 

10 8- (N-^DynW^-N- (4-^^-/^^-^^^^) y^vk 
-2-^^-3- (2-^00-4-^^71^) -5, 
7-v^tKn-7P [3, 4-d] M a y9n [ 1 , 5-a] t°})*i?y-m. 

mm. 
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SCH 3 , 




OCH 3 



T L C : R f 0:67 (^rf^ : ffi&x.?- >V= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
16.5Hz, 1H), 5.37 (d, J = 16.5Hz, 1H), 5.33 (d, J= 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) e 



i)2 (15 4) 

10 8- (N, N-^/oW^) -2-^^-3- (2-*pp-4- 
^ fdr^7x=;k) -5, 7-S?kKo-7n [3, 4-d] [1, 
5 — a ] t°y 5; v?> • ■tes&t 




OCH 3 
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T L C : R f 0.69 (^-fy : ju= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz 3 1H), 7.08 (d, J = 2.4Hz, 1H) : 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.48 (td, J = 1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H), 
5.21 (t, J= 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
J = 7.2Hz,6H) 0 

Hi 2 (15 5) 

8- (N, N-v^^vVT^ /) -2-^^-3- (2-^no-4-^ 
h^v^^-^) -5, 7-^tK0-7o [3, 4-d] fy^n [l, 
5 -a] fU ^ v>> 




OCH 3 

T L C : R f 0.74 (^l^ : %ffife^;V= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H) C 

^ffl 2 (15 6) 

8- (N-^ n;/n tVM^/i'-N- (4 -yj^vi 7^ =.;v) *^-;VT 
5/) -2-^/^-3- (2-? n p-4-7« ^V7i^) -6, 7 



172 



WO 02/053565 PCT/JPOI/11581 



-^tKD-5H-^n^ [d] .t'^n [l,, 5- a] XV 

» 




OCH 3 



T L C : R f 0.27 : 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H), 7.01 - 
5 6.95 (m, 2H),'6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) C 

mmm 2 (157) 

10 8- (N~7°P tVU-N- U-^fvl^^/V) ^f;W7 5/ ) -2-^ 
^-/l — 3 — (2-^pp-4-^ h^riX7^-/V) -5, 7-i?h\?u-7 
P [3, 4-d] t°7^n [1, 5- a] Hi/y -m.Wti& 
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T L C : R f 0.43 (^*-f> : ^%au^-jv= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H)„ 

mnm 2 (158) 

8- - 3 - (3-^an-5-h!)7 

10 )Virn^^-;v\f^-yy-2-4 )V) -6, 7— v^t Ko-5H— y^o^y 
9 [d] t°7^n [l, 5- a] t°y^v^. 2i£ife& 
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T L C : R f 0.19 (^^f^ : g^ixf^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 

3.15 (m, 2H), 2.47 (s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m 3 4H), 1.06 (bit, J = 6.9Hz, ' 

6H) 0 



2 (15 9) 

8- (N-^f/lz-N-yn tVW^ J) -2-^^-3- (2-^nn 
-4-/ Y*Z/7x.~/v) -5, 7-^tFn-7n [3, 4-d] 
n [l, 5 -a] t°y • jftl^ft 



T L C : R f 0.21 : g|K^^/V= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (bra, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
1 5 7.2Hz, 2H), 1 .05 - 0.98 (m, 6H) 0 

mmm2 (i 6 o) 

8- (N-y^vV-N-^n fc'/UTS J) - 2 - tf-fr- Z~ 
-4-^ f^i/7^^7^) -6, 7-^tKn-5H-i/^P^ [d] 
20 t°7^P [1, 5 -a] fc°!) • 



5 



10 
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OCH 3 



10 



T L C : .R f ■ 0.33 {^^y : §£^?vU= 3:1) ; 
NMR(300MHz, CDp 3 ) : 8 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3:83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
3.02 (t, J = 7.5Hzi 2H), 2.30 - 2.18 (m) and 2.27 (s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) 0 

mmm 2(16.1) 

8- {A-^>^;VT% J) -2~^^/U-3- (2-^nn-4-/ f^f 
-5., 7-S?k Ko-7B [3, 4-d] t°7y~n [1, 5- 

a ] h°y mt^-mmm. 




OCH3 



T L C : R f 0.54 : ^-c^= 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 
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I 

i 

(d, J = 2.4Hz,- 1H), 6.97 (dd, J - 2.4, 8.7Hz, 1H), 5.49 (brd. J = 16.8Hz, 1H), 5.39 (d, 
J = 16.8Hz, ite)', 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, lH), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47 (m, 4H), 1.00 (t, J = 7.2Hz,6H) 0 ■ 

5 j|ji#!l2 (16 2) 

8- (N-^^-N-xf^7$ /) - 2-^^-/1^- 3 - (2 P p- 

t 

4-^1-^^7 01^1-) -5, 7-i/tFn-7n [3, 4-d] fc°yy*P 
[1, 5- a] fU.^v^ -jftUtt 




10 T L C : R f 0.48 : gt^x<?v^= 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H)„ 

15 

mmm 2 ( 1 6 3 ) 

8- (N-v-^ P7°P t'/U- N- (4-7/^P7i^) 
-2-^^-3- (2-^nn-4-^ h^>7i^) -6, 7-S?fc 
KD-5H-^a^y;? [d] t°7^/p [1, 5 -a] t'D^v^ 
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F 




OCH 3 



T L C : R f 0.80 (^f-^ : g£^nfvU= 1 : l ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7. 17 - 7.09 (m, 2H), 7.07 (d, J ' 
= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd ; J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) D 



2 (16 4) 

8- (N-/nh>-N- (2-7;l/tD7in;W) ^f;i/7 5;) -2- 
10 ^fvU- 3- (2-^^-4 f^v^^r:/]^ _ 6> 7 _^ t p D _ 

5H-^n^ [d] t°^yp [1, 5 - a ] t°y$v^ 
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T L C : R f 0.85 (^MJ-V : B®fcc?vV= 2 : 1 ) > ' 
NMR (300MHz, CDC1 3 ) : 5 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J=7.2Hz,3H) 0 

jygjg! 2 (16 5) 

10 8- (N-yntVW-N- (3-7;Vto7x^) t^^T^/) -2- 
(2-^f;l'-4-n :3 r^7j^) -6, 
5H-^D^y^ [d] [1, 5-a] 
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F 



OCH 3 



TLC : R f 0.86 (^f-^ : I^oc^=2 :.l) ; 
NMR (300MHz,. CDCI3) : 8 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98 - 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
5 1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J « 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz, 3H) 0 

MMM 2 (16 6) 

10 8 - v 5 ^^ p / n tVl^^ f ;l-7 5 / - 2 - ^ f /k- 3 - (2-^pp— 4- 
^ f^7s-^) -5, 7-i?tKo-7P [3, 4-d] tfy^P [1, 
5- a] t°Jl 




OCH3 
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TLC : R f 0.39 (^t^ : ^ixf^=2 : 1) ; 
NMR(300MHz, CDCI 3 ) : 8 7.29 (d, J - 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 2.4, 8.7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H),' 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) D 



mmm 2 ( 1 6 7 ) 

8 - v>ix^ n 7 s n fcVV;* ?vVT 5: / - 2 - * ffr- 3 - (2-^pn-4- 
^ Y^r'yy ^=-)V) -6, 7-^kKn-5H-^D^ [d] k°7^ 
p [1, 5 -a] f!J 5 i?> 



T L C : R f 0.40 (^if V : @^^^/l^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H) 0 

mmM2 (16 8) 

8- (N-^f/V-N-^o fcVkX^/) — 2-^^-3- (2~^nn 
-4-7*1^^:7;=.-/^) -6, 7-^tKo-5H-^P^ [d] 



5 




10 



OCH 3 
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I 




OCH 3 ' 



T L C : R f 0.52 : g^^^= 2:1) ; 

NMR(300MHz, CDCI3) : 5 7.40 - 7.30 (m, 1H), 7.08 (s, 1H), 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H) 3 0.97 (t, J = 
6.6Hz, 6H) 0 

Hijffi) 2 (16 9) 

10 8- (N—>^ p/d l^MfvU-N-^n tf/KT^ /) -2-*J-;V-Z 
- (2-^dd-4-^ R$/7x-^) -6, 7 -S?fc Fn- 5H-^ 
p-<V^ [d] h°7yn [l, 5-a] bTJJS^y 




OCH3 



T L C : R f 0.54 (^1^ : @t^n^= 2:1) ; 
15 NM R (300MHz, CDCI3) : 8 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7?2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 .- 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, 



2H), 0.15- 0.05 (m, 2H) 0 



5 



life (1 70) 



8- (N-v^^P^ntVM^-N-ynhVUT^y) -2-^^-3 



- (2-^nn-4-n^7i^) -5, 7-^kFn-7P [3, 
4-d] [l, 5 -a] try $ v 5 ^ ■ 



T L C : R f 0.42 (^dri^ : g^^^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J= 10.8, 5.1Hz, 2H) D 



WMM 2 (17 1) 

8- (N- (2-7^-;V) -N-^n tV^T^y) -2-^^-3- (2 
hdrv'^^nyv) -6, Fn-5H-^o^> 
20 * [d] fc'yyn [1, 5- a] t°U • jfcRtt 




10 



OCH 3 
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T L C : R f 0.44 (^rf-^ : J8^SSt^f-ju= 2:1) ; 
NMR(300MHz,CDCl 3 ): 6 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz, 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5H, 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) and 1 .89 (s) total 5H, 1 .01 (t, J = 7.2Hz, 3H) 0 

mmm 2 (172) 

8- (N- (2-7*^-sU) -N-^n t°;l^T$y) -2-/=f-;U-3- (2 
10 -^nn-4-n^7i=/H -5, 7-i?tKD-7D [3, 4-d] 
t°7y*n [l, 5 - a] t°y 5 i?^ 



T L C : R f 0.36 (^dMJ-^ : ^i^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 
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i 



3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz, 3H), 1.72 (sext, J = 7.2Hz, 
2H), 0.98 (t, J = 7.2Hz, 3H) e 

Hi 2 (17 3) 

5 8- (N-T^VW-N- (2-;>< b^rv^^) 7 5;/) -2-^^-3 
- (2-^pp-4-n^7i-^) -6, 7-^kK0-5H-^ 

[d] t 0 ?y*p Ci, 5- a] y $ • ifiiafi 




OCH 3 

T L C : R f 0.34 (^MJ-y : H^ai^/i^ 2:1) ; 
10 NMR(300MHz, CDCI 3 ) : 8 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2. 18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

15 MMM 2 (17 4) 

8- (N-^/W-N- (2-^ b^y^f-jU) T^S) -2-/^^-3 
- (2-^nn-4-/ h^r^7xr:;i/) -5, 7 -i^fc Ko -7 o [3, 
4-d] t°7 N /D [1, 5 -a] try^^^.jfenifi 
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. 4* 

I 




OCH 3 



TLC : R f • 0.39 i^-fy : %£%fc^=f-ju= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, IK), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 ^ 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H),0.99(t;J = 6.9Hz,3H) o 

8- (N-7°PtVi^-N- (4- h y y jvir-a ^f-)Vir^r f yy a^^jv) 
10 ^T^/) -2-^^-3- (2-^pp-4-^ -5, 
7-i?tKn-7n [3, 4-d] \fy^/u [1, 5-a] h']} 




0CH3 
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T L C : R f 6.42 .(^-frf : I^ai^/V= 3. : 1 ) ; 
NMR(300]vtez, CDC1 3 ) : 5 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H),'7.08,(d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), 
4.95 (s, 2H), 4.90 (s; 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m, 2H), 0.89. (t, J = 7.5Hz, 3H) 0 

1 ' 

l 

I 

H»!J2' (17 6) ■ 

8- (N-^P7;n^f;v-N- (4-7;utD7i=;v) tf/i'T 
5/) -2-^^-3- (2-^5vU-4-^ -6, 7 

10 -^tKn-5H-^n^ Cd] ^7^0 [1, 5-a] t'JJ^v^ 



F 




OCH3 

TLC : R f 0.28 : @^^ai^/V= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J - 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) C 
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mmm2 (177) 

8- /) -2-^^-3- (3, 5-v ? ^Dn.fc°yv' 

^-2—T^) -6, 7-^fc Kd-5H-^p^ [d] t'vyu [l, 
5- a] t°y 




ci 



TLC:Rf 0.38 (^^rf-V : g^^^= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.58 (d, J = 2.1Hz, 1H), 7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, J = 11.1Hz, 1H), 3.80 (m 3 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

mmm 2 c 1 7 s ) 

8- (N-^^/U-N-^^T ^ 7) -2-^^-3- 
4-n^7i-^) -6, 7-^tFn-5H-^o^y^ [d] t° 
7 N /n [1, 5 -a] fyr^-tit 
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OCH 3 



T L C : R f 0.61. '(^1^ : @£$^fvV= 2:1) ; 
NMR(300MHzi CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1.74 (m, 2H), 1.32 - 1.48 (m, 5H), 0.98 (t, J= 7.8Hz, 
3H) D 

mmm2 (1-7 9) 

8- (N-v-> a^p fcVl^5v^-N- (4- MJ ^vv;7 ^—/l^) 

10 -2-^^/U-3- (2-^^-4-^ h=3rv^7ai-/V) 

-6, 7-i?fc Ko-5H-^D^y^ [d] fc°7^P [1, 5- a] t° 

y ^ v 5 ^ • 
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TLC:R{ 0.54 (^3MJ-^ : ft8if;V= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 7.65 (d, J - 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.7Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s,, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
(s, 3H), 2.27 (m, 2H), 2.19 (s, 3H), 1.14 (m, 1H), 0.65 (m, 2H), 0.17 (m, 2H) 

(18 0) 

8- (3-^>^/UT^y) -2-^^-/U-3- (2-^nn-4-^h^ 
*>:7:c =7U) -5, 7-5?tKo-7P [3, 4-d] [1, 5- 




0CH3 

T L C : R f 0.40 (^Mf^ : ;\,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.52 (bid, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06(m,6H) o 

H»] 2 (18 1) 

8- (N-^0 7"P^Mf;V7 5/-N- (4-7/Vto7x=;l/) 
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W^y) -2-^^-3- (2-^dp-4-^^>7i^V) 
5, 7-v f tKD-7P [3, 4-d] t°7/n [i, 5 -a] hTy^i?^ 



T L C : R f 0.28 (^f-^ : @^a:^= 3:1); 
5 NMR(300MHz, CDC1 3 ) : 5 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7.05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m 3 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m, 2H) D 

10 * H»J 2 (18 2) 



8- (N— <^v^-N- T5; /) -2-7 

(2-^f/V-4-^^7j=^) -6, 7-^^-5 
H-V^p^* [d] k7/D [1, 5-a] fcT JJ ^ *?V • 2jftSfctK 




OCH 3 
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OCH 3 



T L C : R f 0.60 : : 3. : 1 : 1 ) ; 

NMR(300MHz, CD3OD) : 8 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H) } 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (in, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H), 2.11(s, 3H)„ 

IUfcff!l2 (18 3) 

8- (N-^V^/U-N- {2-i/^J-;VT^/^J-;V) T^/) ~2-t 
10 5^-3- (2-^op-4-^ fdrv/7x^) -5, 7-^kKn-7 
D [3, 4-d] \??yu [l, 5- a] t°V ^i?>- ■ 2l&mm. 




OCH3 
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T L C : R f 0.80 . (^gfcx'^/l/ . : BfcSfe ::*= 3:1:1) ; 
NMR(300]$Hz, CD 3 OD) : 6 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.13 (s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s, 
3H), 3.76 (m, 1H), 3.56 (m, 1H), 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) 0 



5 



MM2 (1 8 4) 



8- (N-^^vvt'-N- (2-v^fvl^T^ /^^Vl/) 7 5:/) -2-^ 



(2-^no-4-n^7x^V) -6, 7-^^-5 

1 

H-v^p-^^ [d] [l, 5— a] t^^v 5 ^- 2&&£ 



T L C : R f 0.27 n P /J%/VA : ^ * J —)V= 9:1) ; 
NMR(300MHz, CD 3 OD) : 6 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) 0 

15 

mmm 2 (185) 

8- (N— {2--f^^)V) -N-^J^T^ J) -2-/^-/1^-3- (2 
-^/H4-n^7x^) -6, 7-v?tKn-5H-^n^y 




10 



OCH3 



193 



WO 02/053565 



PCT/JP01/11581 



9 Cd] M'y^u [l, 5- a] fy^^^-^m 




• HCI 



OCH 3 



T L C : R f 0.36 : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2. 1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (ra, 2H), 2.17 (s, 3H), 1.90 (t, ' 
J = 2.1Hz, 3H), 1 .47 (t, J = 7.2Hz, 3H) C 

mm.M2 (186) 

10 8- (N- {2--f=f-=.;V) -N-^/UT ^ /) -2-/7-^-3- (2 

h#;/7x^) -5, 7-^tKo-7D [3, 4-d] 

t°7i/n [1, 5- a] fyv^y-tit 

^ ^ -HCI 




OCH3 



T L C : R f 0.26 (^f-^ : g^ai^/l^ 2:1) 
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NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H), 1.89 (t, J = 2.7Hz, 3H), 1.51 (t, J= 7.2Hz, 3H)„ 

H^ff] 2 (18 7) 

8- (N- -N-iW$;) -2-^/1—3- (2 

b^i/^^/U) -6, 7-^fcKn-5H-^B^y 

* [d] f^/n [i, 5- a] tryss^-ifis&fc 



T L C : R f 0.32 (^1^ : t^^=?vW= 2:1); 
NMR (300Hz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) 0 

mmm 2 (is 8) 

8- (N, N-^n tVVT^y) -2-^^-3- (2-^nn-4- 
^ Y*i/7 -6, 7-^tKo-5H-^n^ [d] fy^ 

n [1, 5 -a] t°y 5 




• HCI 
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TLC : R f 0.40 ,(^=¥f-^ : g^^/l^ 3 : i) ; 
NMR (300MHz, CDC1 3 ) : 5 7.30 (d, J = S.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
= 8.1Hz, 2H), 2:36 (s, 3H), 2.13 (ra, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H) C 

r < 

mmw2 (i 8 9) 

8- (N- (2--?3-=.;\s) -N-v^ o/a tVM fvt'T $ J ) -2-^ 
(2-^up-4-^ h^ri/^^-/k) -5, 7-^bRp-7 

o [3, 4-d] .t^y'p [i f 5 -a] try*^ 



TLC:Rf 0.50 (h/Wxy:7tfy=5: 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
(m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 
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- 0.28 (m, 2H) 0 

mm\ 2 (i9o) 

8- (N-yntVl^-N- (4-v-T/7oi^;u) ^W^y) 7 2-^ 
5 ?vV-3- (2 -^^yU-4 Y*i/7aL~)V) -6, 7-v 5 !; Kp-'5 
H-V^n-O-^ [d] t°7 % /n [l, 5- a] b°U^v?^ 

CN 




OCH 3 



T L C : R f 0.22 (^^-fy : Hixf 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd 5 J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (ra, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

M#ij2 (1 9 1) 

15 8- (N-v-^ u-fxi tV^-N- (4-^^7^^-7^^/l^) ^fvKT?/) 

3- (2-^nn-4-p< h=arv-7oi^^) -5, 
Kn-7n [3, 4-d] fc^/n [1, 5-a] fc'y^v 5 ^ 
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OCH 3 



T L C : R f ,0.20 : ^m=^=f-;V= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.19 - 7.13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H)„3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 

.r 

(m, 4H) 0 

HM 2 (19 2) 

8- (N-^P^-N- (4-p«^/V^7a.=7W) ^ ^I^T X J ) -2 
10 (2-^DO-4-^afi/7i=^) -5, 

-70 [3, 4-d] t°7^n [l, 5-a] fU^v^ 
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I 

'i 
i 




och 3 



T L C : R f 0.25 (^^r"^> : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) 0 

mmm 2 (193) 

10 -2-^^-3- (2-^np-4-^ h^ri/7i^) -5, 7 
Kn-7D [3, 4-d] t'7 7*D [l, 5-a] fy^v^ 
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OCH 3 



TLC : R f 0.19 (^if^ : f^ggaif-/U= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = S.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . . 1 

Hj)Sffi]2 (19 4) 

8- (N-^otVu-N- (3-7/U^-a^^^yk) ^W^/) -2- 

(2-i? p h^rV^rc^/k) -6, 7-i?tFn- 

10 5H-^p^ [d] t°7 N /n [1, 5- a] v^y 




OCH3 
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TLC : R f 0.48 (^t> ; g^xf^=3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3,H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1 .63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) D 

mmm 2 (195) 

8- (N-7"D fcVU-N- (3-yj\sjrv7 ai^/V) tJ-JVT^;) -2- 
(2 n p-4-t< Y^-yy^^jV) -5, 
10 7D [3, 4-d] t°7/n [1, 5-a] t'U^v^ 



TLC : Rf 0.46 (^if-V : f^:r?vU= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7. 16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) 0 

Hjjff!] 2 (19 6) 




OCH 3 
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I 

8-i?'7n\i°jUT^y-2-* s ?-/l'-3-'{2, 5 vuy ^~;v) - 

6, 7^%Kp-5H-v'^n^y^ [d] t 8 7/n [1, 5-a] t'D 




5 TLC : R f 0.64 . (^f->- : ^m^-yu=3 : i) ; 

NMR(300MHz, CDC1 3 ) : 5 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, J = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t, 
J = 7.2Hz, 6H) 0 

10 

mMM 2 (19 7) 

8 -^^7^-2-^^- 3- (2, 4-^Pn7x^;k) - 
6, 7-i?tKn-5H-^P^ [d] [l, 5-a] t°y 




15 CI 

T L C : R f 0.57 (^^r^> : ^k^jV= 3:1) ; 



202 



WO 02/053565 



PCT/JP01/11581 



NMR(300MHz, CDC1 3 ) : 8 7.51 (d, J = 2.4Hz, 1H),'7.35 (d, J = 8.1Hz, 1H), 7.29 

1 i 

(dd, J = 8.1, '2:4Hz, 1H), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz,6H) 0 



5 



mmm 2 ( 1 9 8 y 



S-Vfx2M°;VT^J-2-^ : f-;V-Z- (4 -7* 5^:7 a: -6, 7 



10 T L C : R f 0.58 : S|gcc^/v= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.58 (d, J - 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) C 

15 Hfeffil 2 (19 9) 



8 -v^PfcVl^T^ /- 2-^^-3- (3 -^/^^-/^ -6, 7 
-i?tKo-5H-^P^ [d] t°7 N /n [1, 5 -a] t'D^v 5 ^ 



-v'tKn-SH-^D^y^ [d] [1, 5-a] t°y5;v 
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T L C : R f 0.61 (^^ri^> : %^^=?-/V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J = 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H)o 

MMM 2 (2 0 0) 

8-V7uM°;VT 5/-2-^^/U-3- (2-^;l-7x-^) -6, 7 
10 -i>tKn-5H-^n^ [d] \i°7V*u [l, 5-a] t^^v?^ 



T L C : R f 0.56 (^f->- : f^^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 




H»J 2 (201) 
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I 

8- (N-yn fcW-N- 'H^y [d] X, 3 y 7 5 -4 fr) 

^W'O') 1 - 2 — 3- (2-^f-;V-4-^ V^v-^^^/W) 

-6, 7-'^Ko-5H-^d^ [d] [l, 5-a] k" 




5 OCH 3 

T L C : R f 0.31 (^3f f-V : Sixf^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H) S 0.88 (t, J= 7.2Hz, 3H) 0 

H» 2 (2 0 2) 

8- (N-^ntvv-N- (^<^y [d] i, s-^^y^^- 5 -J A*) 

15 -6, 7-i?kKn-5H-^o^ [d] ^7^/0 [1, 5-a] fc° 
y 5 v 5 ^ • 
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OCH 3 



TLC : R f 0.38 : gft&c =f-jV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd, J = S.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 

mmm 2 (203) 

8- (3-^yW5;) - 3 - {2-*J-;V7^~;V) - 

10 6, 7-^tK0-5H-^n^ [d] t°7^n [l, 5-a] t°y 
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TLC : Rf 0.39 {^*"py : J^^^= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H) 0 , 



mmm 2 (204) 

8- (3-^>-^/uT5:y) -2-^^-3- (3-^f;i/7i^) - 

6, 7-v?tFo-5H-^n^ [d] [1, 5-a] t c JJ 

5; v 5 ^ 



TLC : R f 0.45 i^-fy : &&^A,= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J - 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) 0 

Hijffll 2 (2 0 5) 



8- (3-^^;l-T^y) -2-/ 3 - (4 -;>< fvP^-^) - 

6, 7-v?tKn-5H-^P^ [d] fc^/a [l, 5-a] t° P 
20 ^ i?y 



10 
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CH 3 



T L C : R f 0.47 ( (^^rf-^ : %$fex.*f-;V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.57 (d, J = 7 ; 8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3,83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J « 7.2Hz, ' 
5 2H),2.55 (s, 3H),'2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t, J=7.2Hz,6H) 0 

H»J2 (2 0 6) 

8- (3 °^T^T^y) 

10 h^rv^^—A-) -6, 7-i?tKn-5H-^P^ [d] t'^'o 

[i, 5 -a] try ss^.jftiejtt 




T L C : R f 0.10 (^f f- V : ^rn^= 3:1) ; 
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I, 

NMR(300MHz,'CDCl 3 ): 6 7.26 - 7.16 (m, 1H), 6.83 (m, 1H), 6.84 - 6.76 (m, 1H), 
3.97 (m,"lHf 3.86 ( s , 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s 3 3H), 
2.28 (m, 2H),' 1.95 - 1 .44 (m, 4H), 1 . 1 1 - 0.99 (m, 6H) 0 

5 mi&M2 (2 0 '7) 

8- (N-ynkVv-N- (-o-y [d] l,'3-my7y-5--f^) 

-5, 7-^t.KR-^n [3, 4-d] t°7/n [l, 5-a] t° U 5 




10 OCH 3 

T L C : R f 0.40 (^3f : R»3t^= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H), 0.95(t,J = 7.2Hz,3H) o 

mMM2 (2 0 8) 

8- (N-^<y^-N - i/^ a 7°d kV^ f ;V7 5 7 ) -2-^^-3 
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- (2 Yfc'syoL—jV) -6, 7-i/tKo-5H-^ 

v^y? [d] [i, 5 -a] -mmm. 




- HC1 



CH 3 
OCH 3 

T L C : R f 0.58 (-^l^ : ^k^=f-;v= 2:1); 
5 NMR(300MHz, CDC1 3 ) : 8 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J - 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1 . 1 6 (m, 1H), 0.63 (m, 2H), 0. 1 8 (m, 2H) C 

10 MMM 2 (2 0 9) 

8- (N-- <yi?;U-N-is? a^n fcVM ^/VT 5; /) -2-^/P-3 
- (2-^nn-4-7< h^rv-^-yi.) -6, 7 - Kp - 5 H-i/f 
n^y* [d] f^y'n [1, 5- a] t° JJ 5 v 5 ^ • £Hfcjft 



f 
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OCH 3 



T L C : R f 0.56 : %m^/V= 2:1) ; 

NMR(300MHz : CDC1 3 ) : 6 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H) C 



8- (N-^y^-N-^^ p/p W W 5 ;) - 2 — ff-jV— 3 
10 - (2-^PP-4-n^>7i^) -5, 7-v>t KP-7P [3, 
4-d] t°7 N /n [1, 5 -a] t^^v'y-Iil 





OCH 3 
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T L C : R f 0.47 (^f- V : ffl§&x.f- >v= 2. : 1 ) ; 
NMRQOOMHz, CDC1 3 ) : 5 7.26 - 7.45 (m,'6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz, 1H), 5.36 '(m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) G 
5 , 

i • 

mmm 2 (211) 

8- (N-^VV-N- T'^y) -2-7«^-3- (2 

-^^/>-4-^'h^i/7 3i=^) -6, KP-5H-v'^P^y 
* Cd] t°y>/p [l, 5- a] fJJ^i?^ 




OCH 3 



TLC : R f 0.38 (^r-p-V : gtBftai^-/u= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3. 1 1 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

mmm2 (2 1 2) 

8- y) -2-y^FvU- 3- (2-^^-4-7^ 

P7i^) -6, 7 -v?t Ko- 5 H — [d] t7/p [1, 

20 5 -a] try • j&SNS 
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F 



TLC : R f 0.44 (^^^ : jBfc:c?7l/= 3 : 1) ; 
NMR (300MHz 5 DMSO-d 6 ) : 8 7.34 - 7.24 (m, 2H), 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (bit, J = 8.1Hz, 2H), 2.95 (brt, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2. 12 (s) total 5H, 1 .85 - 1 .60 (m, 4H), 0.95 - 0.85 (m, 6H) 0 

mmm 2 (213) 

8- -2-/f-/^-3- (2, 5-^nn7x^ 

AO -6, 7-^tKn-5H-^D^ [d] fc°7^n [l, 5-a] 

io ey^v 5 ^-^^ 




T L C : R f 0.46 (^ft-V : ^f^= 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 5 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25.- 2.10 (m, 2H), 1.85 - 1.60.(m,' 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

mmm2 (2 1 4) '. ' 

8- (3— <>f-/UT^J) -2-^/1—3- (2, 4-i^n^i/7x 
5 =/V) -6, 7-i/tKn-5H-^P^ [d] fr/a [l, 5- 




T L C : R f 0.43 C^t"^ : ffl&3L'J-;v= 1:1) ; 
NMR (300MHz, DMSO-d 6 ) : 8 7.24 (d, J = 8.1Hz, IH), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (brt, 
J = 8.1Hz, 2H), 2.99 (brt, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)„ 

HflSflil 2 (215) 

15 8- (3— <^;UT^ J) -2-**f-;V-Z- (2-7^a-4-^^- 
/l^7^=/U) -6, 7-^tKo-5H-^n^ [d] K°yy*u [l, 

5 -a] h°y r^y-lii 
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CH 3 ' 



T L C : R f 0.43 '(^-fy : J§0&^/U= 3:1) ; 
NMR(300MHz, DMSO-d 6 ) : 6 9.20 - 9.00 (m, 1H), 7.39 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, JH), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0 in 
5 DMSO-d 6 X 3.14 (brt, J = 7.8Hz, 2H), 2.99 (bit, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J - 7.5Hz, 6H) 0 

r 

mmm 2 ( 2 1 6 ) 

8- (N-y^W-N- (2-zf^=-M 75 7) -2-^^-3- (2 
10 -^np-4-^^7i-/l') -6, Ko-5H-^D^y 
* [d] fc°7)/n [l, 5-a] kl^v'y 




OCH 3 

T L C : R f 0.80 : g^^^= 1:1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 
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(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J . 
= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) 0 



mm\2 (2 1 7) 

8- (N-yj-sls-N- {2-y^~;V) T^J) -2-/^/^-3- (2 
fdf-v'yx-yi/) -5, 7-i/tFo-7n [3, 4-d] 
t°7y'n [1, 5- a] t°U * v>> 



T L C : R f 0.78 : |^^^/k= 1:1); 

NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
1 5 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) 0 

mmm 2 ( 2 1 8 ) 



8- (3-^f/U-2-7"W^) -2-^^-3- (2-^^- 
4-p< 31^/1/) -6, 7-^tFn-5H-^n^ [d] t° 

20 7/n [1, 5-a] fc° y $ • ij£^i£ 



5 
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OCH 3 



T L C : R f : WBk^J^- 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.45 (brd, J = 10.2Hz, 1H), 7.11 (dd J = 4.2, 8.4Hz, 
1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H) C 

I 1 

jli 2 (2 1 9) 

8- (1 -v^ D^drvvUa^/Kr^ 7) -2-^^-3- (2-^/1" 
10 -4-^ bdri/^oi^^) -6, 7-^tKn-5H-^n^ [d] 

t°y^n [1, 5 -a] m°v - mm 




OCH3 
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T L C : R f 0.36 (^3f1f > : ftR:E?7l/= 3:1); 
NMR (300MHz, CDC1 3 ) : 5 7.42 (brd, J = 10.5Hz, 1H), 7.11 and 7.10 (d, J = 
8.1Hz, total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -1.37 (m, 5H) 0 

mMM 2 (2 2 0) 

8- (2-^>^/UT ^ / ) -2-^ f)V- 3 - (2-^^vV-4-^h=3f 

10 ->7x-;U) -6, Kn-5H-^n-<y^ [d] t°7/n [l, 
5 -a] t°y 5 v>>- • 




T L C : R f 0.36 (-^f-^ : @j^c?vV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m, 3H) 0 

20 mm.M2 (2 2 1) 
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I 

8- (2-^/fyV7$;) - 3- (2-^5vl^-4-^ h^r 

v/7i^)- 1 6, Ko-5H-^D^^ [d] tf^/P [l, 

5 -a] tr-JJ §^-'JftiWi[ 




T L C : R f 0.43 (^f-^ : g»xfv^= 3:1); 
NMR(300MHz, CDC1 3 ) : 6 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) Q 

MMM 2 (2 2 2) 

8- h=¥v-^2-yntVUT5:y) - 3 - (2-^f 1 

/W-4-p< h^^^oin/^) -6, 7-v^fc Kp- 5H-v^ [d] 

h°7^/D [i, 5 -a] w %w - mm. 
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TLC : R f 0.30 i^-y-y : @^^cn^^= 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.66 (brd, J = 8.4Hz, 1H), 7.11 and 7. 1 0 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
. 5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), ' 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz, 3H) 0 

2 (2 2 3) 

10 8- (2-^-^^/WT$y) -2-^^-3- (2-^f^-4-^f^ 
v^ct-A) -6, 7-^tKP-5H-^D^ [d] t°7y*D [1, 

5 -a] t°y ^ *?y -mmfe 




OCH 3 

TLC : R f 0.60 (^^-f-y : g^m5vv= 2 : l) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11. (d, J - 
8.1Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H), 3.50 (brt, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, tptal 3H), 
5 1.26 - 1.45 (m, 8H), 0.90 (m, 3H) 0 

mm\2 (224) 

8- (1, 2, 3, 4-7^7tFDt7^y-l-^;U) 7 5/— 2 - 
/^vv-3- (2-^f;H4-n^>7i=;i') -6., 
10 5H-^D^ [d] h°yi/a [1, 5- a] t°V^i?y 



T L C : R f 0.16 : gjpgfe3i?vw= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.44 (ra, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
1 5 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H) 0 

mmm 2 (225) 




0CH3 
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8- ( (1S,/2S, 3S, 5R) -2, 6, 6-h>)^f^t^D [3. 
1. l],.-3 — &^)V) T % J -2-^^-3- (2-^^-4-^ 
Y**s7 zl-)V) -6,' 7-v^tKP-5H-^D^ [d] 
[1, 5 -a] ^Kv'y 




T L C : R f 0.25 : @j^:n^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 

Hftfeffil 2 (2 2 6) 

8- (3— <>^/UT^/) -2-J^;V- 3 - 
15 -6, 7-^tKo-5H-^o^ [d] M'y^v. [l, 

5 -a] t o u mm. 
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CI 



T L C : R f 0.41 <(^^> : %m^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m, 2H), 4.04 - 3.90 



5 (quint, J = 6.6Hz, 2H), 1.92 - 1.40 (m, 4H), 1.06 (t, J = 7.2Hz, 6H) D 

mmm 2 (227) 

8- (3-^f^7 5/ ) -2-^^-3- (2, 5-^^^7i 
-6, 7-i?tKB-5H-^D^ [d] t°7 x /n [l, 5- 

10 a] try 5: v 5 ^ • ^g^ft 



T L C : R f 0.52 (^if V : ®^ji^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 



(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H), 
1.05 (t, J = 7.5Hz, 6H) 0 

mmm 2 (228) 

-6, 7-S?tKn-5H-^P^y^ [d] [l, 5 - a ] t° 

y 5: v 5 ^ • it^Jt 



T L C : R f 0.24 (^^f-^ : g^^^vl^ 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m ; 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 
6H) D 



15 MjfcM 2 (2 2 9) 

8-v j v'^p^p t°/l-^^T$y-2-^^- 3- (2-^^-4- 
p< har^7^^;^) -5, 7-^tKP-7D [3, 4-d] k'y/P [1, 
5 -a] t°y 5 S?:*' • ifcfifejfi 
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O 




OCH 3 



TLC : Rf 0.46 (~-%-f> : ft»3i^/^= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.87 (m, 1H), 7.11 (d, J = 8.7Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), • 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, ' 
4H) 0 

mmi 2 (2 3 0) 



8- (N-^f^-N-xW5/) -2-^^-3- (2-^^VV- 
10 4-^h^^7a^) -5, 7~v J t Kn-7P [3, 4-d] 
[1, 5- a] t°U St^-iftlfefi 



T L C : R f 0.49 (^ : ffl&^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 




OCH3 
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(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), 
2.29 (s, 3^4,1,9 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz,' 3H), 1.44 (m, 2H), 1.02 (t, 
J = 6.9Hz, 3H) 0 • ; ' 

l , t • 



5 HASH 2 (2 3 1) 

8- '(N-^fil/-N-/o fcVKTS /) -2-^^-3- (2-y^vW 

t 

-4-y h^v-^-^) -5, 7-v?tK'P-7n [3, 4-d] t°7^ 



10 T L C : R f 0.54 : g^ni^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

15 * 
jjj 2 (2 3 2) 

8- (N, N-^ntVUT^y) -2-yfvU-3- (2-^^-4- 
y h*^7^~J\s) -5, Kd-7d [3, 4-d] t°yy*n [l, 

5 -a] t°y -mmm. 



n [ i , 5 ^ a ] tr y * • 




OCH 3 
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• HCI 



OCH 3 



TLC : R f 0.51 (^drf-^ : &&x.f;\s= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H) : 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2. 19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) D 

mmm 2 (233) 



8- (N-^fvl'-N- T^y) -2~* =fjV- 

3- (2-^^-4-^ ^^7i=;l/) -6, KB- 5H-V 

10 [d] t^yp [1, 5- a] try^^-ifiifett 



TLC : R f 0.29 (^f-> : ftg^?vu= 1:2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2. 17 (s, 




OCH 3 
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I 

3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t, J = 7.2Hz, 3H) 0 

mmm2 (234) ; ' 

8-bT* (2-^>dp>'^^-/V) 7 5 /- 2 fvu- 3 - (2-*nn- 

5 h^v/7pcz;l/) -5, 7 - v>t ,N - 7 p [3, 4-d] t°7^/P 

[i; 5-a].'t°y -mmM. 




OCH 3 



p I 

T L C : R i 0.35 (^^rU"^ : ffi$fc^f-;V= 1 : 2) ; 
NMR(300MHzj CDC1 3 ) : 6 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H) 0 

HjfeffiJ 2 (2 3 5) 

8- (3— <y=f-}VTxJ) -2-^^-3- (2-^ b^i/-5-^y 
15 tVl^^cn^l-) -6, 7 -S?fc Kp- 5H-^ p^<^ [d] t°7/ 

P [1, 5- a] fc°!J 
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I 

\ 




T L C : R f 0.36 , : ft»^^= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 8 7.23 (dd, J - 8:4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J - 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 
(m, 4H), 1.26 (d, J = 6.9Hz, 6H), 1.04 (t, J = 7.5Hz, 6H) 0 

U1&M2 (2 3 6) 

8- (3 — -2-^^-3- (2-p< h*f- 5 

10 tP7x-;l/) -6, 7-i>t Kb-5H-^p^ [d] \??V*u [1, 

5 - a] t°y ^ ■ mmu 




TLC : R f 0.26 : ^m^;V= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.20 - 6.95 (no, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 
2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 

nt&ffl 2 (2 3 7) 

5 8- (N-^fvU-N- (4-7^tD7x=/U) fif-f^T^S) - 2 

^VW-3- (2-^DD-5-^ h^7x=/U) -6, 7-v>tKP-5 
H— S^cr^* [d] [l, 5 -a] t° ]) 5; v> :/ • J«j£ 



F 




T L C : R f 0.40 (^df : @£^^vi^= 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) C 

Hlfeffll 2 (2 3 8) 

15 8- (N-^fvV-N- (4-7;Vtn7i=/l/) 7<5vK7$/) - 2 

^/l—3- (2-^ n p-4 h^rv^^/k) -5, 7-v?tKn-7 
* [3, 4-d] t 0 7^/D [1, 5-a] t-y^v 5 ^-^^ 
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F 




OCH3 



T L C : R f 0.20 (^f-^ : mSt^f-^= 3:1) ; 
NMR(300MHz, CDC1 3 ): 8 7 .40 - 7.26 (m, 3H), 7.12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37 (s, 3H), 1 .76 (m, 2H), 1 .36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) C 

|M 2 (2 3 9) 

8- (N-y'f-/^- N- (4-7^tn7i^) ^Tvl'TS/O -2-7^ 
(2-^^-4-^ h^v^^-^) -5, 7-i?tKD-7 
10 P [3, 4-d] fy^n [1, 5 -a] !> 5 • iSlfcitt 
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F 




OCH 3 

T L C : R f 0.28. (^^rf-^ : g^^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J= 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H) 0 

1 

jjl2 (2 4 0) 

8- (3-^y^/KT^ /) - 2-^9vu- 3 - ( 2 5 u 
10 ny^=.;v) -6, 7-^tKo-5H-^D^y^ [d] fc°7i/n [1, 

5- a] - mm& 
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!, 

I 

i 

T L C : R f. 6.26 : ffl&3L?yV= 3:1) ; 

NMR(3'0OMHz, CDC1 3 ) : 5 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total.2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

t 

I 

W&M2> (241) . 

8- (N-^^-N- (2-^H/V) T^y) - 2 - 7< f->l>- 3 - (2 
-tfjv-A-t-y^i/y^jv) - 5, Ko-70 [3, 4-d] 

10 fy^/p [1,-5-a] M°V ^i?y -mmiM. 




OCH 3 



T L C : R f 0.37 : Sgg3i^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
15 (s, 3H), 2.18 (s, 3H), 1.90 (t, J = 2.4Hz, 3H), 1.5 4 (t, J = 7.2Hz, 3H) 0 

2 (24 2) 

8- (N-^ntVV-N- (2-7^1)^) T^7) -2-^^-3- (2 
-^5^-4-^ h^i/^3i=;V) -5, 7-^kFn-7D [3, 4-d] 
20 t'yyu [l, 5-a] f!J v^-Iit 
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OCH 3 



T L C : R f 0.47 (^^rf-^ : %$&^/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
5 3.83 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz, 3H) 0 

H»] 2 (24 3) 

8- (N-ynbVu-N- (4-^^y^^-73i-^) *=?)VT%;) -2 
10 -p^/V- 3 - (2-^f/V-4->( f^r^7i^) -5, 7-v>tKn 
~yu [3, 4-d] t°7^/n [1, 5- a] ■ iMMM 

SCH 3 
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[ 

T L C : R f OAS , i^^y : g^^fvl^ 2:1) ; 
NMR(300$fHz, CDC1 3 ) : 8 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), 1.84.(m, 2H), 0.97 (t, J = 7.2Hz, 3H) D 

I 

mm\2 (2 4 4), 

8- (N-^DtVV-N- (^^y [d] 1, 3-i^^yyy-5-4M 
^^T^/) -2-^^-3- (2-^^/k-4-^ h^r->7^^/P) 
10 -5, 7-v > b.K'n-7D [3, 4-d] €yy~v [l, 5-a] fcrp^S? 




OCH 3 



TLC : R f 0.45 (^f-y : |^^^= 2 : l) ; 
NM R (300MHz, CDCI3) : 5 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C 
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mmm 2 (245) 

8- (N-^y^-N-^o/n fcVM ^vKr ^ 7 ) -2-^^-3 
- Y**yy^~/V) -5, 7-^kFP-7n [3, 

4 - d] h°y 9n [ l , 5 - a ] tf'JJ ^ • 



T L C : R f 0.47 : ^zc^= 2:1); 

NMR(300MHz, CDC1 3 ) : 8 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
10 1H), 0. 69 (m, 2H), 0.24 (m, 2H) D 

Hjjffll 2 (2 4 6) 

8- (N-iX^ n^n tW^^-N- (4 - h]J ^yl^p ^ ^~^) 
^W^y) - 3 - (2-^nn-5-^ f^r^i^/l/) 

15 -6, 7-v>t Kn-5H-v^n-<^ [d] f^^/P [l, 5-a] t° 

y ^ z?> • mmm. 




5 



OCH 3 
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T L C : R f 0.48 (^l^ : fUfcji^vl^ 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), , 
7.34 (brd, J - 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) D 

t 

mmm2 (247) 

8- (N-^ n/n tVM^-N- (4 - h y :7/^p ;>< ^-;vy 
10 ^^VW^/) - 2 3 - (2-^on-4-^ b^i/7x-;k) 
-5, 7 -VtYv-yu [3, 4-d] t°^/P [1, 5-a] t'Dv^ 
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OCH 3 



TLC : R f 0.42 (^3rf-> : &&t^?-/l,= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H) 3 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0. 14 (m, 2H) 0 

MM® !l 2 (24 8) 

8- (N-^ayatVMf;WN- (4- Y V 7/V^t3^^7i= /V) 
-5, 7-v ? tKP-7n [3, 4-d] [1, 5- a] fc 0 !)^ 
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OCH 3 



T L C : R f 0.42 : ^^^;V= 2:1) 



NMR(300MHz, CDG1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 
5 2H), 5.38 (s, 2H); 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) 0 

(2 4 9) 



8- (N-:/n \f;v- N- (4->7/7x=^) - 2-p* 

10 ?7U-3- (2-^^-4-^ h^-i/7^-/^) -5, 7-v?tKn-7 
□ [3, 4-d] t'yy'u [l, 5-a] fy^v 5 ^-^^ 
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CN 




OCH 3 



T L C : R f 0.29 (^^rf-> : g^@£;r^v^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
5 (brs, 2H), 5.09 (brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) G 

MMM 2 (2 5 0) 

8- (N-v-^ n^ci tVW-N- (4-7;^p7i^) ^fvl^TS;/) 
10 -2-^f;W3- (2-?PD-4-^f^7i^) -5, 7-v>t 
Ko-7o [3, 4-d] fc°^/a [1, 5-a] t° >J ^ v> :/ • 
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F 




OCH 3 



TLC : R f 0.40 (^^y : g^^^/U= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.OH2, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) D 

HM] 2 (251) 

8- (N-v^ P^n tVW-N- (4-7;^D7x^/W ;*fvUT5;y) 

- 2 3 - {2-tJ-;V-4-*Y**y7^~fr) -5, 7-i?fc 

10 KD-7P [3, 4-d] [1, 5-a] t° JJ 5 • 
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OCH, 



T L C : R f 0.44 {^^1/ : g^:x?vV= 2:1) ; 
NMR (30,0MHz, CDC1 3 ) : 5 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2. 18 (s, 3H), 0.90 - 0.80 (m, 4H) 0 



3 2 (2 5 2) 

8- (N-v^n^ntVl^^-N- (4-7;^n7x^) t^iVT 
-2-^^/1^-3- (2-^f;l'-4-^^7x-;l') -5, 7 
10 -i^tKo-7D [3, 4-d] t'^D [1, 5-a] tlr^-il 
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F 




OCH 3 



T L C : R f 0.49 (^^^ : ffi&£^;l<= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28- 0.18 (m,2H) 0 

mmm 2 (253) 

8- (N-^otVU-N- (2-?t h*is^^) 75/) 
10 3- (2-^pp-4-^ h^^7^^/U) -5, 7-S?fc KD-7P [3, 
4-d] t°7/n [1, 5 -a] fc° !) v>> • 




OCH 3 
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T L C : R f 0,35 : g^a^;v= 2 : .1 ) ; 

NMR (300MHz, CDClj) : 8 7.34 (d, J = 8.7Hz, 1H), 7:08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, lHjl, 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s, 
2H), 4.38 - 4.22 (m,.2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
1.81 (setft, J = 7.5Hz, 2H), 1.01 (t, J = 7.5Hz, 3H) 0 

t 

I 

mm2 (254) 

8- (N-^PtV^-N- (2-* h*c^J-/V) T^y) -2-y^/V- 

3- (2-^f-/V-4 -y Y^-yy^^/U) -5, 7-^tKn-7D [3, 

4- d] t°yy;n.[l,. 5 -a] t° !) ^ v^' • 



T L C : R f 0.33 {^^^ : ^zc^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J - 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J= 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H) C 

(2 5 5) 

8- (3— o-^x^y) -2-y^u-3- (2-y^-4-v-ry 

-6, 7-^fcKn-5H-^n^ [d] fc^^p [l, 
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I 

5 -a] wiyy.-,mkM . . .' 




CN 



T L C : R f 0.45 : @^^^= 2 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H), 4.06 - 3.88 (m, 1H), 3.41 (bit, J - 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), ,2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) 0 

mmM 2 (256) 

10 8- (N-^n tVW-N- V^r^^M T^/) 

3- (2-^pd-5-^ h*is?*~^) -6, 7 —i?M Ko- 5 H--> 
^p-O^ [d] t c 7 N /n [1, 5 -a] t°P -jftlfett 




OCH 3 



T L C : R f 0.46 (^-fy : ft|6^^^= 2:1) ; 



245 



WO 02/053565 



PCT/JP01/11581 



NMR (300MHz, CDC1 3 ) : 5 7.34 (brd, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 
6.99 - 6.91 (m, 1H), 4.20 (m 3 2H), 3.85 (s, 3H), 3.75 (m, 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 ( Sj 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( ra, 2H), 1.72 (m, 2H),, 
0.96 (t, J = 7.5Hz, 3H) 0 



MMM 2 (2 5 7) 

8- (N-^fvU-N- (4-^fW7x^) ^^/l^T^/) -2- 
^^-3- (2-^ud-4-^ h^ci/?^-/!/) -6, 
5H-y^n^y^ [d] [i, 5 -a] IfJJ^^^-Jt^ 



TLC : R f 0.42 C^f-^ : gj^n^A-= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J - 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (ra, 2H), 1.34 (m, 3H) 0 

15 

gj&f 'J 2 (2 5 8) 



8- (N-^/i^-N- (4 -^^^f-^-^oi^/V) / J-/VT K J ) -2- 
^A~3- (2-^oo-4-^ f^i/7x^;v) -5, 

246 



5 



10 
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7D [3, 4-d] t°7^o Cl, 5-a] fc° V =• W ■ 




OCH 3 



T L C : R f 0.35 : H^ai=P/i/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = S.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1 .42 (t, J = 6.9Hz, 3H) D 

Hjfeg!l 2 (2 5 9) 

10 8- (N-^/W-N- (4-^^ft7x^) **f->VT%J) -2- 
(2-^f;W-4-^f^^7x^;l/) -5, 
7n [3, 4-d] f^/u [l, 5-a] bTJJ 5S?y • £8*16 
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TLC : R f .0.40. (^i^ : ^^^f-ju= 2:1) ; 
NMR (30,0MHz, CDC1 3 ) : 6 7.28 (brd, J = 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7.13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.3 1 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) a 

(2 6 0) 

8- (3 °^;VT^y) -2-yL?-;U-3- (4- *^-)V^7 

10 -6, 7-^tFD-5H-^n^ [d] t^V'n [l, 5- a] t° 

9 v^- tm^jft 
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! ( 

T L C : R f 0.46 .(^f-V : ^^/U= 3. : 1 ) ; 
NMR(300]$Hz, CDC1 3 ) : 6 7.52 (d, J = 8.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10,5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t 3 J - 7.8Hz, 2H), 3.13 (t,'J - 7.8Hz, 
2H) 3 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz,'6H)o 

1 • 

f 

mmm2' (2 6 p. 

8- (N-^/U-N- (2 -/> h=3fv^9vW-) T^y) -2-^^/U-3 
- (2-^/^-4-/- Y*i/7 ol^/V) -S; ,7-^tKn-7P [3, 
10 4-d] tfy^/n [1, 5- a] t° y ^ • 




OCH 3 



TL C : R f 0.61 (^f-^ : @^^^= 1:2) ; 
NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J - 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) 0 

HMJ2 (2 6 2) 

8- (4-v>7<^T^ 7 7^ 

20 =A0 -6, 7-i?fcKo-5H-^n^ [d] t°7/n [l, 5- 
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a] try *vy-m£i& 




jC 



N(CH 3 ) 2 



T L C : R f 0.57 : Wxf;i,= i : i ) ; 

NMR (300MHz, CDC1 3 ) : 6 7.72 (d, J = 7.8Hz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03 (t, J = 
7.5Hz, 6H) D 

HWil 2 (2 6 3) 

10 8- (N-v^PT/ntV^^-N-ynfcVKT^/) -2-^^-3 
- (2-^^-4-^ Y*i/7^~;V) -5, 7-iJtKP-7P [3, 

4-d] fyy'p [i, 5 -a] t°y $:v^ .^g^ 




OCH3 



T L C : R f 0.55 : ^j:^/U= 2:1) ; 
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N MR (300MHz/' CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, IB), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, 'i'4Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H); 2.18 (s, 3H), 1.70 (sixt, J= 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, 1 J = 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 



5 



»J2 (2 6 4) 



8- (N-7°o tVl^-N- {b-^-^J^yyy-2-^;V) /W^;) 



-2-^^-/1^-3- (2-^nn-4-^^>7i^) -5, 7-v>fc 

i 

Ko-7D [3', 4-d] \??V*X2 [1,',5-a] h^J^^V 



T L C : R f 0.47 {^-fy : %m^/^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H) 0 

mmm 2 (265) 

8- (N-^d fcVl—N- (5-^^7^^-2 — f/l/) 




10 



0CH3 
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- 3 - (2-?LJ-;V- 4-/ y^i/y ^~;v) -5, 7-v>t. 

Yn-yu [3, 4-d] t°7yn [l, 5-a] k°y*^^ 




T L C : R f 0.49 (^3f f-^ : @^3l5vv= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J - 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

10 mMm 2 (266) 

8- (N—>^ d/d tVM^V-N- (2-^ h^^^^) T^y) - 
2-^^-3- (2-p<?v^-4-p< b^^cn^/U) - 5) 7 _^ tK 
p-^p [3, 4-d] t°yy^P [l, 5-a] W - 
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TLC : R f 0.29 : gfc&acfvv= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J - 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) 0 

Hjjjff] 2 (2 6 7) 

8- (N-7°n tVW-N- (4- MJ 7 ;VJrxn ^?-;Vjr-**s7 fj- 

io ^7^y) -2-^^-3- (2-*j-;v-4-t Y^-z/y *-~/y) -5, 

7-v?tFP-7P [3, 4-d] M°7V*u [1, 5-a] t°y 
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T L C : R f 0,51 (^-fri/ : SKif;V= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = 8.1Hz, 2H), 

7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 5.13 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 

2.18 (s, 3H), 1.64 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) 0 

1 

I 

jjjifeffjl 2 (2 6 8) 

8- (N-^n tVu-N- (4-7/l/to7x-;l/) ^;i/7^y) -2- 
^^-3- Xl-t^)V- A-tY^-yy -5, 7-^fcKD- 

7n [3, 4-d] t°7i/n [1, 5 - a ] ' 't? JJ ^ i/y • 




T L C : R f 0.53 {^^y : ffl&x.^,v= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H) 0 



ifll 2 (2 6 9) 
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8- ( 3 —<yf-/yT 5 J ) -2-^f.^-3-'(2-^pn-4-^^ 

7-*Jt Ko-5H-^ti^ [d] t e 7 % /o [1, 



5 -a] t°y ^v:>- - 




SCH 3 



5 TLC : R f 0.64 (^fy : ^xf;U=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), 
3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H) ; 
1.94 - 1.64 (m, 4H), 1.10 - 1.00 (m, 6H) 0 

10 M1MM2 (2 7 0) 



8- (N-i/^n/ntVM^-N- (2-^-^) -2-^ 
fvW-3- (2-^f^-4-^h^7i^) -5, 7-^kFo-7 
P [3, 4-d] t°7/n [1, 5 -a] tr !) • J£|fc£ 





OCH 3 
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T L C : R f 0.52 (^^ri^ V : ffl§&x.=f- 2:1) 



NMR (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 



(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m,. 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 
5 2H) 0 



8- (N- (2-/- Y**y^)V) -N- (2-7^^/1^) 757) -2- 
7^-3- (2-7^vU-4-7 h^r^7x^;V) -5, 7-v^Kn- 
10 7X2 [3, 4 -d] fy/D [l, 5 -a] t°y § • 



T L C : R f 0.29 (^-^ : ^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H) G 

2 (2 7 2) 

8- (N— (2-7 -N- 757) -2- 

7^-3- (2-^n-4-n^7i;;H -5, 
20 7P [3, 4-d] t°7/P [1, 5-a] t° V *V>- > 
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OCH 3 



T L C : R f 0.39 (^MM' : ^M^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H)„ 

MMM 2 (2 7 3) 



8- (N- h^v-oi^) -N- {2-?J-~;V) T^y) -2- 

(2-^no-4-^ f^-->7x^) -6, 
10 5H-^n^ [d] f^/n [1, 5 -a] \?3 • mm. 



T L C : R f 0.44 {^fV : I^|^fvV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
1 5 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 





OCH3 
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7.2Hz, 2H), 1.86 (t;. J = 2.4Hz, 3H) C 

mmmz (274) • '. ! 

8- (N-^PtV^-N- {^-^=f-jvyyV-2—^;V) /f-;VT^/) 
-2-^^-3- (2-i?nn-4-^>^V7x^) -6, 7-v>t 
Kn-5H-^D^ [d] [1, 5- a] fyv^y 




OCH 3 



T L C : R f 0.53 (^^^ : H^n^,u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (m, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

mMm 2 (275) 

8- (N-^yi?jV-N—i/f n-fxi fcVUT^ J) -2-^f-jU-3- (2 

-6, 7-i?t Kn-5H-^n^y 
* [d] [i, 5 -a] t'^^-M 
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OCH 3 



T L C : R f 0.49 (^f-:/ : ftifcr^vl/* 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.42 - 7.30 (m s 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), ■ 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m, 1H), 2.37 (s, 3H), 2,21 (m, , 
2H), 1.20 -0.92 (m,4H) 0 

3Hfeg9 2 (2 7 6) 



8- (N-^^i/^-N-V^ d/o fcVl'T ^ 7) - 2 - 7* ^/U- 3 - (2 
10 -^ap-4-^h^7x-/l') - 5, 7-v ? tFn-7n [3, 4-d] 
M'yVti [1, 5 -a] t°y 5: • ttflfett 





OCH3 
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I 

» 

TLC:Rf 0.42 (^-fy : ffi&3Lj-jv± 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s,.2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 
5 4H) 0 •' ( • 

Hjjff!l2. (2 7 7) 

8- (N-^y^-N— >^nyot>7^;) - 2 — fvk- 3 — (2 
-^^-4-^>,^^7^^yl^) - 5,,7-v ! tKD-7D [3, 4-d] 
10 t°7i/p [1, . 5-a] t°y ^v 5 ^ -jftS^ft' ■ 




OCH 3 



T L C : R f 0.40 (^-fy : f^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) D 

MMM 2 (278) 
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2-^^;^'3- (2-^nn-4->f^7i^) -5, 

d-7.d [a, ,4-d] [i, 5-a] n'v -mmm. 

-CH 3 




OCH, 



10 



T L C : R'f 0.30 i^-fy : f^gt^/l^ 2:1) ; 

NMR(300MHz, CDCI 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 

(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 

3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 

2H) 0 



!) 2 (2 7 9) 



8- (N-^^pyotVM^-N- (2-p< hdp^^ix) 7>y) - 
2-^^-3- (2-^DD-4-n^>7i^) -6, 
p-5H-^p^ [d] t°7^/n [l, 5-a] W %W • 




15 



OCH, 
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TLC : R f 0.33 (^-jj-y : ftS^fvl^ 2 : l) ; 
NM R (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4, 2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1.09 (m, 1H), 0.65 (m, 2H), 0.31 (m, 2H) 0 

(2 8 0) • 

8- (3— OJ-JVTKS) -2-^5vU-3- (2-^dd-4-7'd^' 
!7:n^/U) -6, 7-^tKP-5H-^o^ [d] t'yyu [l, 

io 5 -a] try $ 5» 




Br 



T L C : R f 0.61 (^f-^ : «^^vV= 2:1) ; 
NMR(300MHz,CDCl 3 ): 5 7.65 (d, J = 2.1Hz, 1H), 7.44 (dd, J = 2.1, 8.1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz,6H) 0 

Hfttffil 2 (281) 

8- (3— <>?-;UT*;) -2-^^-3- (2, 5-^dd-4- 
20 ^ h^v-7^^/1-) -6, 7-^kKp-5H-^P^ [d] t°7y 
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n [1, 5- a] try 5 ^ 



HN 



jG 




och 3 



T L C : R f 0.65 (^^if^ : gfg^^/l^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7 AO (s, 1H), 7.06 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2. 1 5 (m, 2H), 1 .58 - 1 .82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) D 

mtm 2 (282) 



8- -2-^^-3- (2, 5-^nb-4- 

10 *Y**s7s.~A') -5, 7-^tKo-7B [3, 4-d] f^/o [1, 
5 -a] t°U 





OCH3 



T L C : R f 0.61 (^^f-^ : ^m^f-jV= 2:1) 
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I 

NMR (300MHz, .CDCI3) : 6 7.39 (s, 1H), 7.07 (s, 1H), 6.34 (br d, J = 10.5Hz, 1H), 
5.29 (m, •2H),*.4. ( 93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H),. 2.'36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t,,j = 7.2Hz, 6H)„ 

5 jEMLg (2 8 3) 

8- '(N-v^.ni/p tVW-N- (4-i/7/7x^) ^^T^y) - 
2-^/1—3- (2-^DD-4-n^7i^) -5, 7-i?fc K 
u-yu [3, 4-d] tyy'o [1, 5 -a] h°V .^v>> • 



CN 




OCH3 



10 T L C : R f 0.26 (^dp-f-^ : fft£:jL^v^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) 0 

15 CT^[|2 (2 8 4) 

8- (N-v^ n^D tVl^-N- (4->7/7j^) ^f/l'T^y) - 
2-^^-3- (2-^^-4 y*?yy3L~;V) -5, 

p-7n [3, 4-d] t°?yu [1, 5-a] try $ • 
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OCH, 



T L C : R f 0.24 (^M^ : @^g^?vV= 2:1) ; 
NMR(30QMHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
(m, 2H), 5.25 ,(s, '2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m, 4H) D 



r !l 2 (2 8 5) 



10 ;V) -6, 7-^tFP-5H-^n^ [d] \?7^Jv [l, 5-a] 
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TLC : R f 0.66 (^f-^ : %%3L*f-)V= 2 : l) ; 

i 

NMR(300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2.1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H) D 

mMM2 (2 8 6) 

8-v J ^yl-T5;y-2-^^-3- (2 - * 4 - * h*^y^~ 

fr) -5, 7-v i tFo-7D [3, 4-d] \L°7)/X2 [l, 5-a] fc° V 

3: i?> • m.mm. 



TLC :Rf 0.63 (^f-^ : ^^=s^=f-;v= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J - 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H), 1.00 (t, J = 
7.5Hz, 6H) 0 

MMM 2 (2 8 7) 

8-fcr* (2-* h^is^M 7^-2-^f^-3- (2-^on- 
4—^ h^ci/y*— /V) —6, 7-^kFn-5H->^nXy^ [d] fc° 




OCH 3 
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H 3 CO^^ ^^OCH 3 




T L C : R f 0.26 (^^rih>- : I^^^/V= 2, : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 9.0Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, -2. 7Hz, 1H), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H) 0 , 

if 

mtfaM2 (2 8 8) 

10 8- (N-^^-N-V^n^DtVW^^T^/) -2-^^-3- 
(2-^PD-4-n^7x^) -5, 7-^^^0-7 0 [3, 4 

-d] t^yn [i, 5- a] ^ity-mmm. 




OCH 3 



T L C : R f 0.49 : ffl&^=J-jv= 2:1) ; 

15 NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5,11 (s, 2H), 3.84 (s, 3H), 3.81 (m, 2H), 3.69 (m, 2H), 2.37 (s„ 
3H), 1.33 (s, 3H), 1.09 (m, 1H), 0.60 (m, 2H), 0.24 (m, 2H) 0 

2 (2 8 9) 

i 

8- (N-^^vU-N-v^ u/p tVl^^A-T^ /) - 2 - 7< fvl'- 3 - 
(2-p<^-4-^ hdr^7zc^/P) -5, 7-i>tKD-7o [3, 4 
-d] t°7y~n [1, 5 -a] t°V -imt& 




T L C : R f 0.50 (^df1h> : 1M^^= 2 : l) ; 

NMR(300MHz, CDC1 3 ): 5 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H)„ 

HlfeM 2 (2 9 0) 

8- (N-^/U-N-^nr/ntVl^^vPTS/) -2-^^-3- 
w- Y^i/y ^~>V) -6, 7-S?fc Kp- 5H-^ p 

[d] t°7^/o [i, 5-a] try^^.jftiwft 
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OCH 3 



T L C : R f 0.51 : fr= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J = 7.2Hz, 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1.03 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) D 

2 (29i) 

8- (N-^b^b^-N- (4-^77 7x^;V) t^/VT^S) - 
10 2-7*^-/1—3- (2-^oo-4-^l«^7i-/l') -6, 7-i?k F 
D-5H->^a^ [d] k'^yp [1, 5-a] tfJJ • iH&SI 



CN 




OCH3 
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TLC : R f.0.29 K^rf->- : Wf9t^?-A"=.2 : l) ; 
NMR(30QMHz, DMSO-d 6 ) : 5 7.83 - 7.76 (m, 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, 1H), 7.16 '(m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s, 3H), 2.05 fa 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 
2H) 0 ;' 



10 



2 (2 9 2) 



8- (N-i/^P^PtVMf^-N- (4->7y7x^) ^ ^-/l^T 
/) -2-^'fvl— 3- (2-^nD-4-^^7i^) -6, 7- 
Kn-5H-^o^ [d] [l, 5 -a] t°y$^^ 




15 



T L C : R f 0.37 (~*3rf- V : «^c^= 2:1); 
NMR(300MHz, CDC1 3 ) : 8 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) 0 
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1, 
i 

mm<\ 2 (293) _ 

8- (^-^PT'nWf^-N- (4-i/7/7i^) ^fTl^S 
y) - 2 -'^fyU- 3 - (2-^pd-4-^^>7i^) -5, 7- 
Kd-7o [3, 4-d] k'yi/D [1, 5- a] IfJJ § • iftltitt 



CN 




5 , • OCH3 

.r 

T L C : R f 0.21 (^1^ : @^n:^vk= 2 :1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0.18 - 0.10 (m, 2H) 0 

ggSMg (2 9 4) 

8- (N-^o7*oWf;U-N- (4-i/7;7x^V) y^/WTS; 
7) -2-^^-3- (2-^f;l/-4-^h^7x^) -5, 7- 
15 i?kKB-7n [3, 4-d] tr?5/n [i, 5-a] !J 5 ittlKtt 
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CN 




OCH 3 



T L C : R f 0.37 : |»x^= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (ra, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) 0 



2 (2 9 5) 

8- (N-r/n fA— N- (ft7iy-3-^l/) -2- 
10 ^f;V-3- (2-^on-4-^f^r->7x^) -5, 7-^tKn- 
7V [3, 4-d] [1, 5 -a] t°y$v^V 




WO 02/053565 
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OCH 3 



T L C : R f 0.48 {^-fs : &%fczL?-/U= 2:1) ; . 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H) 3 0.90 (t, J = 7.5Hz, 3H) D 

Hi 2 (2 9 6) 

1 

8- (N-yph>-N- (5-7<9 : -^^-7^^-2--r^) ^f;l/7$ 
10 /) -2-^^/1^-3- (2-^pp-4-^ bdf^7i^) -5, 7- 
^tFD-7a [3, 4-d] h'yyu [1, 5-a] t°y$v>V 




OCH3 
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I 

i 

T L C : R f 0.50 (^Vy ': WSk^f:J^= 2 :1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H),7.07 (d, J = 2.4Hz, 1H), 6.90 
(dd, J = 2.4,, 8.7Hz. 1H), 6.66 (d, J = 3.3Hz, 1H), 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H) 5 1.64 (m, 2H), 
5 0.92 (t, J = 7.5Hz, >3H) 0 

W&m2 (2 9 7) 

(2-^P-4-^Kv'7x^) -6, 7-v?tKP-5H-^P 

io -^v* [d] tyy'v [1, 5 -a] t c y^'^v.^m 




och 3 



T L C : R f 0.61 (^^rf">- : @^ac?vw= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H) 0 

mmm 2 (298) 

20 8- (N-^^-N-C/^ P7°D tVV^^T^: J) ~ 2 -^f-jU-3- 
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(2-^pp-4-^^7i-/V) -5, 7-S?fcKo-7P [3, 4' 
-d] k'7)/n [1, 5 -a] l^n^-tifi 



T L C : R f 0.40 (^l^ : TO^^/W= 2:1); 
5 NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 ( Sj 3H), 1.70 (quint, J = 7.2Hz, 2H), 1.39 (sixt, J= 7.2Hz, 2H), 1. 10 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) D 

io mmm 2 (299) 

8- (N-T'f/V-N-^ P7"n W y) -2-^^-3- 

4-^ b^V^-yl-) -5, 7-^tFn-7n [3, 4 
-d] fyy'n [1, 5 -a] t°y 




OCH 3 




OCH3 



15 T L C : R f 0.45 (^-frls : @£i^5vU= 2 : I ) 
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» 

N M R (300MHzj CDC1 3 ) : 6 7.15 (d, J - 8.7Hz, IH), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 2,1Hz, iH), 5.25 (s, 2H), 5.13 (s,'2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) C 

l ■ 

nMM2 (3 0 0) 

i 

8- (N-yPtVl^-N- (ft7iy-3'-^f;U) T^^T^/) -2- 
^fvU-3- (2-^f;W4-^ fdr^x-^) -5, 7-v^tKo- 
[3, 4-d] ky/D [l, 5-a] ^^v?y 




OCH 3 



T L C : R f 0.48 (^^Mf-^ : ffi^^ju= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (m, IH), 6.97 (dd, J= 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, IH), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
(s, 3H), 2. 19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) D 

H»J 2 (301) 

8- (N-7'd fcVu-N- / f)VT ^ 

J) -2-^^-3- (2-^^-4-^ h^i/7^^) -5, 7- 
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I 

i 

i>t Kn-7n'[3, 4-d] fc^/tr [i, .5 ^ a ] fy^y 




T L C : R f 0.47 (^f-^ : @^^9vl-= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.18 (d, J = 8.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H) 0 

2 (3 0 2) 

10 8- -2-7^^-3- (2-^on-4-i 

v^H^/l^^/V) -6, 7-^tFn-5H-^n^ [d] t° 
[l, 5- a] h'Uv^y-Iill 
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jC 



T L C : R f 0.56 (^f-^ : fiHfcrc^vl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.21 (d, J= 1.5Hz, 1H), 8.08 (dd, J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 - 3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H)„ 

mmm 2 (3 0 3) 

8- (N-^ntV^-N- (2-7^0 71-^) t^/VT^J) -2- 
10 (2-^dd-4-^ fdrv-7x^) -6, Kn- 

5H-^d^ [d] t^y'n [l, 5 -a] ^i?^ -imm. 




OCH 3 
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T L C : R f 0.52 (^^^ : &&^<?;V= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.35 (m, 2H), 7.10-6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H),' 
1.75 (m,2H), 0.94 (m,3H)„ 

(3 0 4) 

8- (N-^PtVW-N- (2-7;^0 7i^) -2- 
^^-3- (2-^0-4-^^71^) -5, 
7n [3, 4-d] t°7/P [1, 5 -a] t° JJ $ ■ ffieil 



T L C : R f 0.45 (^1^ : |^^^/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H)„ 

mmm2 (3 0 5) 

8- (N-7°n tVW-N- (2-7;Vtn7i-;H ^fvKT^/) -2- 
^f-^-3- (2-^f^-4-^h^7x-;V) -5, 7-v?tKn- 
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yn [3, 4-Vd] t^/n ti, 5-a} t".y ^v 5 ^ ■ jftSUft 




OCH 3 



T L C : R f 0.55 (^f-> : g^^,u= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
5 6.96 (m, 3H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H) ? 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H) 0 

mmm 2 ( 3 o 6 ) 

10 8- (N-^ntV^-N- (5-^^/U^y^^-2-y(/U) 

^) - 2 3 ~ (2-^0-4-^^71^) -6, 7- 
v?tKo-5H-^D^ [d] t'yy'n [l, 5- a] i?}) 
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!, 




I 



T L C : R f 0.57 : SSfe^^- 2 : 1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1.61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 

mmm2 007) 

8- (N-^ntV^-N- (ft7iy-3-^) -2- 
10 ^^;V-3- (2-^aa-4-^ ^v^oi-A-) -6, 7-^tKn- 
5H-^nKy^ [d] t°7;/n [l, 5- a] t°y^v^ 




OCH 3 
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T L C : R f 0.53 (^^fy : i^xf /U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (m, 1H) 5 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s,3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) 0 

mmM2 (3 0 8) 

8- (N-if^-N-^n tVUT^ J) -2-^^-3- (2-^nn 
- A- ^ V^r^yy ^=^JV) -6, 7-i>t KD-5H— ^n^y^ [d] 
10 f^o [1, 5- a] t°2J^v^ 



T L C : R f 0.58 (^rf-^ : @^c^k= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) 0 

MMm 2 (3 0 9) 



8- (N-xf/k-N-^ntVl/T^y) -2-^5vU-3- (2-^A- 
20 -4-* Y^riyy^=L/v) -5, 7-^tKn-7n [3, 4-d] \fyV 
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T L C : R f 0.55 : «^^= 2 :1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
5 (dd, J = 8.7,. 2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) D 



H»j2 (3 10) 

10 8- (N-xf;l/-N-yc tVUT ^ /) -2-^fvU-3- 

-4-^ h^rv-7^^/W -5, Kd-7o [3, 4-d] 

p [ i , 5 - a ] t° y 5 v^y 




OCH, 



T L C : R f 0.51 (^riJ-y : @^^^= 2:1) ; 
15 NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J - 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J = 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H) 0 

5 glffifly 2 (311) 

8- (3-^^/VT$/) - 3 - (2-^on-4-j;;M 

^/l^^/V) -6, 7-v?tKP-5H-i/^D^ [d] t°7y*P 

[i, 5 -a] try 




10 TLC : R f 0.53 (mt^f-Uy : If^c^= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H)„ 

15 

MMM 2 (312) 

8- (3 JUT * / ) -2-*T^-3- (2-^ on -4- (N- 
^fvl^/W^^/U) -6, 7-^tKo-5H-^P^ 

[d] k'7yn [l, 5 -a] 
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HN 




o 



N 
H 



TLC:Rf 0.55 : WW.^^= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.89 (d, J = 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J = 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J - 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1.82 - 1.55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) e 

^jj^ij2 (3 1 3) 

8- (3-^>^T5:y) -2-^^-3- (2-^nn-4- (N, 

10 N-v^ ;V) y^iV) -6, 7 - v>fc Ko - 5 H-v^ p 

[d] fc°7i/P [1, 5 -a] f]J 




O 



N 
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TLC : R f '0.65 (Ift^fWV : ffigt^A,= .i 0:1); 
NMR(300MHz, CDC1 3 ) : 5 7.56 (d, J = 1.5Hz, 1H),7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, J = 7.8,, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J = 7.5Hz, 6H) 0 . 

i . « 

J 

mmm2 o 1 4) 

8- f)V- 3 - (2, 6--^fv^-4- 

t 

^ h^i/7*=V^ --5, 7-v>t Kp-70 .[3, 4-d] ^y'n [l, 

10 5 -a] try 




T L C : R f 0.29 (^^^ : fm^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H) 0 

IHi 2 (315) 

8- (N-^^vi^-N- (4-7/^n^^^/u) ^ W^/) -2-^ 
^-3- (2-^^-4-p< )>ar>> 7 ^-^) -5, 7_^ t ^D- 7 
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n [ 3 , 4 - d'j t'.jy a C 1 , 5 - a ] ,t°y £ 

i 

" 'A' 1 p 




T L C : R f 0.49 (^=¥f"> : gt^cfvW= 2 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 5 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H)„ 

gMI 2 (316) 

10 8- (N-^9vl/-N- (4-7;VtP7i=;P) 7) - 2 

(2-^dp-4-^ f^>7x=;l-) -6, 7-v?tKn-5 
H-i^n^V^ [d] t°7i/n [1, 5- a] t 0 JJ^i>:/ 
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F 




TLC : Rf 0.42 (^3r^> : g^^^-/W= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.32 (d 3 J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16- 1.98 (m,2H), 1 . 1 8 (t, J = 7.2Hz, 3H) 0 

mmm 2 017) 

8- (N-^^vU-N- (4-7;l/to7x=^) t^frT^J) —2-* 
10 (2-^DO-4-n^7a^) - 5, 7-v>tKn-:7 

p [3, 4-d] t°7^n [l, 5- a] t'Dv^y 
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T L C : R f 0.46 (^*r-f> : @»n^= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H)c 

^mm 2 pis) 

8- (3— <^^;VT^J) -2-^^-3- (2-^pd-4, 6-i? 
10 ^ -6, Kp-5H-v'^n^y^ [d] 

p [i, 5 -a] try s:^^ 
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T L C : R f 0.26 : ^^/^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 6.67 (d, J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, lH),'3.82'(s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m, 2H), 1.52 - 1.80 (m, 4H), 1.02 (t, J = 7.2Hz, 3H), 1.01 (t, 
5 J = 7.2Hz,3H) 0 , 

t • 

1 • 

I 

gjj 2 (319) 

8- (3-^yf;l/7^) -2-^^-3- (Z-^no-4, 

h^^7x=^) -5, 7-i?kKn-7P [3, 4-d] fc°7 N /P [l, 
10 5-a]t°yv^ 




T L C : R f 0.22 (^^^ : ftlfcnTyl^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) C 

Hi 2 (3 2 0) 

8- (3— OJ-jyT^y) (2-^pp-4-7^ 
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y^=-)V) -6, 7-v?kKP-5H-^D^ [d].t°7>/c? [1, • 
5 -a] 




TLC : R f 0.22 {^^^ : ftSfccfvl^ 1:1); 
5 NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J = 2.1Hz, 1H), 6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J = 7.5Hz, 6H) 0 

io mmm2 (3 2i) 

8- (4-^7 P f^7^/) -2-^^-3- (2-^^-4-^ h^r 
v-7i^) -5, KP-7P [3, 4-d] t'7^D [l, 5- 

a] try 
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HN ^-r* 




OCH 3 ' 



T L C : R f 0.48 fr**^ : W^c^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 

3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 .- 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 

6H) 0 



il 2 (3 2 2) 



8- (3-^yf;l/7 5/ ) - 2 - ^ =f-)V~ 3 - (2-^dp-4-^^ 
10 T^/^rc^^) -6, 7-^tKn-5H-^D^ [d] fc°y^n 

[i, 5-a] try 




TLC : R f 0.45 (^i^ : l£^c^/W= 1:1) ; 
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I 

i 

NMR(300MHz;. CDC1 3 ) : 8 7.18 (d, J = 8.4 Hz, 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4, '2:4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 -'2.«0 (m^ 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2,20 - 2.05 (m, 2H),il.80 - 1.50 

(m, 4H), 1 .01 (t, J 1 7.2Hz, 6H)„ 

i i ' 1 . 

I • 

i • 1 

Hmff]2 (3 2 3) 

8- (3— ^^vkT5/) -2-^^-3- {2—fcjV*/V-4-*Y 
-6,, Kp-5H-^d^ [d] t°7^n [1, 

5- a] t°y $.v?y 




10 OCH 3 

T L C : R f 0.26 (^^"fy : ftSknfvl^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

MtMffl 2 (3 2 4) 

8- (3-^^^/WT^y) -2-^=f-iV- 3 - (2-->7V-4-^ 
i/y^=.;v) -6, 7-^kKo-5H-^n^^ [d] fc'^y'n [1, 
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5-a] t°y 5 5?^ 




jC 



och 3 



T L C : R f 0.54 (-^f-^ : Hf^^/v= 1 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J - 2.4Hz, 1H), 7.18 
5 (dd, J = 9.0, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total ■ 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J 
7.2Hz, 2H), 1.80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) C 

mmm 2 025) 

10 8- (3-^^^7kT5/) -2-/f-/U- 3 - (2-^^-4-^ V* 
-6, 7-^tFn-5H-^o^ [d] t°7/n [l, 
5-a] t°y ^v 5 ^ 




OCH3 
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TLC:Rf 0.30 : jV= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total' 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2.13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (m, 4H), 1.10 - 0.98 (m, 9H) 0 

mmm 2 (326) 

8- U-^r/fvVTS: /) -3- (2-^Dn-4-n^7i=^) 
-6, 7-^tKo-5H-^P^ [d] fc^y'n [1, 5-a] fc° 

10 y 5 v-v • msm 



T L C : R f 0.51 (^%"t> : J8^Slt^f-/U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 (t, J = 7.5Hz, 6H) G 

mmm 2 027) 

8- (N, N-^oW$/) -3- (2-^nn-4-^^7i 
-6, 7-^tKn-5H-^n^ [d] t^V'P [1, 5- 
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a] t°y 




OCH a 



T L C : R f 0.54 X^$-f^ : %m*.=f-;v= 3:1) ; 
N MR (300MHz, CDC1 3 ) : 8 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (ra, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66 - 1.50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H) 0 



2 (3 2 8) 



8- (N, N-v^d tVUT^ 7) -'3- (2-^na-4-^ f^^7x 
10 =;P) -5, 7-^kKP-7D [3, 4-d] [l, 5-a] b° 




OCH, 



15 



T L C : R f 0.58 (^^fy : RSxf /l/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : S 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 

2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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I 

3.57 (t, J - 7.5Hz,' 4H), 1.72- 1.46 (m, 4H), 0.90 (t, J = 7.2Hz, 6H) D 

mmm-2. 0 2 9) 

8- (N-iX^n^ntVU^f-^-N-^ntVUT^/) -3- (2-*n 
5 >Y* X i/7aL=.;\s) -5, 7-VtKo-7D [3, 4-d] t'7 

y*p [1, 5- a] t o y ^v>y 




0CH3 

.r 

T L C : R f 0.60 : f^^f-;V= 2 : 1) ; 

N MR (300MHz, CDC1 3 ) : 8 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) C 

HM2 (3 3 0) 

15 8- (N - 'O i?^ - N - V ^ P 7 o t°;V^ f ;V7 ^ ; ) -3- (2-^n 
n_4-^ \.^^y^.-/v) -5, 7-^tFo-7o [3, 4-d] t'y 

y'o [1, 5 -a] t°y 
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OCH 3 



T L C : R f 0.52 (^$"?y : H^n9vW= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16- 0.04 (m,2H) 0 

n»i 2 (331) 

8- (N-^o^d Wf/i^-N- ( 4 - y =f-;vy ^ /j-jVT\ 

y) -3- (2-^Pn-4-^ h^r->7^=/U) -5, Ko-7 
O [3, 4-d] \?7V*U [1, 5- a] t^y^y 
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OCH 3 



TLC:Rf 0.56 : j&gai^yl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.42 (s, 1H), 7.75 (d, J = 8.4Hz, 1H), 7.19 (d, J = 
7.8Hz, 2H), 7.13 (d, J = 7.8Hz, 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s, ;2H); 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) D 

Hjfeffll 2 (3 3 2) 

8- (N-:/p tVW-N- {2-^^-=-)V) T % A) -3- 
10 4-^KV7i^V) -5, 7-^tKn-7n [3, 4-d] fy/p 
[1, 5 -a] k°U $v>y 




OCH 
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T L C : R f 0.41 (^^y : ffl&3L*J-jv= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz, 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 

i 

5 0.98 (t, J = 7.2Hz, 3H) 0 
jlj 2 (3 3 3) 

8- (3-^V^vl/T^ 7) -2-^;V-3- ( 2 - b ^V^/l^-zV 
-4-/ Y^ri/y a^—jV) -6, KP-5H-^P^y^ [d] 

10 tr^j/n [l, 5-a] tf5 5i?y. 



TLC : R f 0.26 (^^rif > : ^^^=2 : 1) ; 
NMR (300MHz, CDC1 3 ): 8 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3. 1 1 (t, J = 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) D 

2 (3 3 4) 
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Y*r\/-7 3L=.;V) -5, 7-^tKo-7D [3, 4-d] l t'7 > / 

n [i, 5 -a] 




OCH 3 

T L C : R f 0.45 (^*V> : 2:1) ; 

5 NMR(300MHz 5 CDC1 3 ) : 6 8.37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.9.1 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) C 

10 Hi 2 (3 3 5) 

8- (3-^yf;l/7^/) -3- (2-^nn-4-n^>7i^) 
-5, 7-v?tKo-7P [3, 4-d] t*7^n [l, 5- a] fc° U ^ 5? 




OCH 3 
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i 

\ 

TLC : Rf 0157 (^t^ :S»ifyu=2.: 1) ; 
NMR(300Nfliz, CDC1 3 ) : 8 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H), 1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) 0 

Hjjff!l2 (3 3 6) 

t 

8- (N-^P/nWfyV-N- (4-7;^a7x^) ^f;U7 
-3- (2 D P- 4-p< KV7i-^) -5, 7-v^tKn- 
!7n [3, 4-'d] t°7^P [l, 5-a] t°y^v?^ 



F 




OCH3 



T L C : R f 0.41 ^> : \,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
0.16- 0.02 (m,2H) 0 



HMM 2 (3 3 7) 

8- (N-i/^ a^n tV>- N- 



(2-771/i-n^^^/P) ^f;U7^y) 
302 
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-2-^^-3- (2-^pd-4-»^7i-;1') -6, 7— 5?fc 

Kp-S'h^p^ [d] t°7y*p [i, 5 -a] try 5^ 




och 3 



T L C : R f 0.41 ( V/V^l/ : g^c^A-= 10:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7. 13 - 6.97 (m, 
3H), 7.06 (d,'J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s, 
3H), 2.98 - 2.86 (ra, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H)„ 

10 mMM 2 (3 3 8) 

8- (N-i^ n/o tf/l^fvv-N- (2-7;^n7i=;H Jf-J^T 
5:/) - 3 - (2-^ h^ri/^^^yl^) -6, 7 

-v'tKn-SH-^P^ [d] t'r/D [1, 5- a] fc°y^v^ 
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OCH 3 



T L C : R f 0.49 ( YiV^-y : &&3Lf-jv= 10:1) ; 
NMR(300MHz, CDCI 3 ) : 8 7.32 (d, J = 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1 .05 
(m, 1H), 0.48 (m, 2H), 0. 10 (m, 2H) D 

H»J 2 (3 3 9) 



8- (N-i/^ a^n /1/-N-/D t>7 5 7 ) -3- 

10 p-4-;* />) -6, Kn-5H-^n^ [d] 

t°7y*p [i f 5- a] t o y 





0CH3 



TLC:Rf 0.76 V : @»t?VW= 2:1) 
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NMR(300MHz ; CDC1 3 ) : 6 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03. (d, J = ' 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3.06 - 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 
1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) D 

HM0iJ2 (3 4 0) 

8- (N-^PtW-N- (4-^^7*=/W) /f/W7^) -3- (2 
p p-4 Y^'yy -6, Kd-5H-^p^ 
* [d] f7/o [1, 5-a] t'M^ 




OCH 3 



T L C : R f 0.61 (^=¥f-^ : gfcg^fvi^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J - 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
2.20 - 2.04 (m, 2H), 1.66 - 1.46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) 0 

mmm 2 (341) 

8- (N-^^v?^- N-v-^P^ntVl^^f-^T^y) -3- (2-^n 
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o-4-^^7x^) -6, 7-i?h'Kn-5H-^D^ [d] 
t°7/tf [4,, 5 -a] t°y$:>^ 




OCH 3 



TLC:Rf 0.67 : g^;n^vu= 2:1) ; 

5 NMR(300MHz, CDC1 3 ) : 5 8.38 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7.18 (m, 
5H), 7.05 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H) 0 

10 mmM2 (3 4 2) 

8- (N-^n7'nWf;l'-N- ^f/uj^ 
/) -3- (2-^nn-4-^ F^7i=/k) -6, 7-i?tKn-5 
H— >^p^* [d] fyi/p [1, 5-a] t'U^^ 
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T L C : R f 0.71 : H^oi^vW= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 8.37 (s, 1H), 7.79 (d, J = 8.4Hz, 1H), 7.20 (d, J = 
8. 1Hz, 2H), 7. 1 1 (d, J = 8. 1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J - 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 
2H), 0.14- 0.02 (m, 2H) 0 

mmm 2 (343) 

10 8- (N-^d fc'/l'-N- (4-7;l/tD7x-/l/) *J-)VT%J) -3- 
(2-^DD-4-n^7x^) -6, Kd-5H-^d 
^V? [d] t°7/n [1, 5- a] t°R^y 
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OCH 3 



T L C : R f 0.54. : mB=-=-^^= 2:1) ; 

NM R (300MHz, CDCI3) : 8 8.37 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (ra, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.78 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1.66 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) 0 

mMM2 (3 4 4) 

8 - v>i/^ n t>^ f /U7 5 / - 3 - (2-^pd-4-^ 
10 -6, 7-^kKn-5H-^D^ [d] t'^y'n [1, 5- 

a] t°y $ v>> 
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T L C : R f 0.58. i^-fy : I^m^= 2:1) ; 
NMR(30oMz, CDC1 ? ) : 8 8.28 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H); 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6,42 (d, J = 9.6Hz, 1H), 3.82 (>s, 3H), 3.44 
(m, 1H) ; 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2^22 - 2.06,(m, 2H), 1.20 - 1.06 (m, 
5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0.34 (m, 4H) 0 

l 

l 

HjjffiJ2 (3 4 5). 

8- U-^T/^VkT? /) -3- (2-^ P Y*-S7^=-)V) 
-5, 7-^t Kn-7D [3, 4-d}^7/n [l, 5- a] ¥3 %V 
10 ^ 




OCH 3 

T L C : R f 0.54 (^f-^ : H=g£m5vV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J = 7.2Hz, 6H) Q 

•mm 2 (3 4 6) 

8- (N-T'cz k°/U-N- (4-p<^7^=^) ^f-/^T^/) -3 - (2 
h=3r>> 7^-/10 -5, 7-i?fc Kn-7P [3, 4-d] 
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t°7^o [1, 5- a] t°V *i 




T L C : R f 0.53 (^f- V : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.41 (s, 1H), 7.75 (d, J = 8.7Hz, 1H), 7.16 - 7.08 (m, 
5 4H), 7.06 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5. 14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz, 3H) C 

i 

HM2 (3 4 7) 

io 8- (n-7°p tVi'-N- (4 -y ju^-uy ol=ljv) t^-jvrxy) -3- 

(2-^pp-4-^^7x^) -5, 7-v>t Rn-:7p [3, 4 
-d] fc7)/n [1, 5 -a] t°D$i>i/ 



310 



WO 02/053565 



PCT/JP01/1J581 



F 




OCH 3 



TLC : R f 0.50 (^^rf->- : i^^^=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.32 - 7.18 (m, 
2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 
5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1.70 - 1.48 (m, 2H), 0.89 (t, J = 7.2Hz, 
3H) D 

mmm 2 (3 4 8) 

10 -5, 7-J?tKP-7P [3, 4-d] [l, 5- a] fc° 




0CH3 
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I. 

» 

T L C : R f 0,47 {^-fy -. %f%fe^,\,= 2- : .1 ) ; 
NMR(3O0MHz, CDC1 3 ) : 8 8.33 (s, 1H), 7.73 (d, J = 8.7Hz,. 1H), 7.04 (d, J = 
2.7Hz, 1H),,6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, J = 9.6Hz, 1H), 5.25 (s, 2H), 4.94 
(s, 2H), 3.83 (s, 3H),2.92 (m, 1H), 1.22 - 1.06 (m, 2H), 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30 (m, 4H) ? . 

i 

I 

IMi (3 4 9) 

8- (N-^DyntVMf^-N- (4- h J)7;^p^^7x^) 
'.-a- (2-^nD-4r^KV7x=^) -5, 7-v? 
10 fcKP-7n 13, 4-d] t°7>/p [1, 5 - a] t'V 




TLC : Rf 0.42 (^f-V : BSt*^= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 

^»J2 (3 5 0) 



312 
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I 

i 

8- (N-v->n7°okV^-N- (4r^f^7x.s^) ^W^/) - 
3- (2-^'pn-,4-^ h^i/7x^V) -6, 7-i?fc Kp- 5H-^ 
^P^^-Cd.] t°7^P [l, 5-a] tf^i?> 




OCH 3 



5 TLC : R f 0.60 (^Mf^ : BfcBfc^v^ 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.36 (s, 1H), 7.80 (d, J = 8.4Hz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H) 0 

10 

Hj&ffl 2 (351) 

8- (N— ^p/d t°;Mf;i/-N- (4-b!J7;l/tn^f;l/7x=:;l/) 
^f^T^y) -3- (2-^nn-4-n^7i-;v) -6, 7-v> 
tKo-5H-^o^ Cd] t°7 s /n [1, 5-a] try 
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OCH 3 



T L C : R f 0.55 {^-f^ : &%£zl<?;U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.37 (s, 1H), 7.78 (d, J = 8.7Hz s 1H), 7.58 (d, J = 
8.1Hz, 2H), 7.49 (d, J= 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J = 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H) C 

MMM 2 (3 5 2) 

8- (3 °>^-/UT^/) -3- (2-^ph-4-^ h^v-y^-^) 

10 -6, 7-^Kn-5H-^c^ [d] [l, 5-a] fc" 
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T L C : R f 0.53 ^f"^ : %m^JV= 2. : I). ; 



NMR(300^lHz, CDCL,} : 6 8.27 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H),6'.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 (m, 2H), 



5 1 .84-1 .52 (m,> 4HX 1.01 (t, J = 7.5Hz, 6H) C 



mffi,M2' (3 5 3). 
8- (N-v-^ o^n (4-7/V*P7i^) ^^)VT 

5:/) -3- (2->pd-4-^ f^V7i^) -6, 7-v^tKP- 
10 5H-^a^ [d] f7/n [1, 5 -a] t°y^^^ 



T L C : R f 0.46 : ^rr^/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) 0 




F 




OCH 3 



Mm 2 (354) 
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8- (3-^^75 7) -2-/^^-3- (2- 



5 T L C : R f 0.50 i^^-y : ^^f-ju= 1:2) ; 

NMR(300MHz, CDC1 3 ) : 5 7.23 (d, J = 2.7Hz, 1H), 7.03 (d, J = 8.7Hz, 1H), 6.83 
(dd, J = 8.7, 2.7Hz, 1H), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J = 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s) total 7H 1-30 (s, 3H), 1.03 (t, 
10 J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H C 

111 !l 2 (3 5 5) 



8- (N-^ntVl^-N- (4 - Ml y ^f-jv^^-i/y t=f- 
frT%S) -2-^^-3- (2-^nn-4-^ Y**s7 -6, 
15 7-^kKo-5H-^a^ [d] k'r/o [1, 5-a] ¥}) Ki? 





och 3 




316 



WO ((2/053565 



PCT/JP01/1158J 




T L C : R f 0.52 (^Sp-fri' : WHk^)^- 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, 1H), 7.15 

(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 

I 

5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 (m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)„ 

mmm 2 (3 5 6) 

8- (3-^drV/^T^/) -2-^^-3- (2-^pd-4-> F^f- 
10 -6, 7-^kKD-5H-^D^ [d] [l, 

5 - a ] 




OCH 3 
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T L C : R f 0.44 1^ : Bflfc£?7l/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84 (m, 1H), 3.83 (s, 3H), 3.08 (t, 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1.00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H) C 



mmm2 (357) 

;lsh°V -6, Ko-5H-^n^ [d] t° 

10 7/n [1, 5 -a] t 0 ];^^^ 



T L C : R f 0.23 (^i^ : g^^/^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

mmm 2 ( 3 5 8 ) 

8- (N-/f ;>-N-^ p/p tVl/^f ^7^ y) -3- 

-4-^ Y^-i/y^^jV) -6, 7 -i?t Kd- 5H-^ d-<^ [d] 




OCH 3 



318 



WO 02/053565 PCT/JPO 1/1 1581 

I 

i 

t'7^n [i,'''5— a] &v $py -mmk , 




T L C : R f 0.61 .(^MJ-y : %ftfc^;V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7,71 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
5 2.4Hz, 1H), 6.94 (m, 1H), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0.10 (m, 
2H) 0 

10 HM2 (3 5 9) 

8- (N-i/^ n^n tVl^-N- (4-^^/U^^.^^) ^^7VT5:y) - 

3- (2-^pp-4-^ h^v^^—A-) - 5, 7-i?fcKP-7P [3, 

4- d] ty/n [l, 5- a] \fV 'Wm. 
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T L C : R f 0.49 : M^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) 0 

mmm 2 ( 3 6 0 ) 

8- (N-I/p tVW-N- (4-?t^jU7 olzz/U) ^WU) -2-^ 
10 =f-jV- 3 - (2-^PP-4-^ b^-ixy^-yv) -6, 7~v>tKP-5 
H-^P-^* [d] t°^y"p [1, 5-a] t°y^v>^ 
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T L C : R f 0.74 (^p-iJ-y : ffl&zc*f-A,= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
5 2H), 2.89 (t, J = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1.48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) C 

mmm 2 06D 

8- (N-7'd hVW-N- ^^/PT^y) -2-^ 

10 (2-^no-4-n^7x=;V) -6, 7'-S^fcKn-5 

H -v^n-<^ [d] fc°7>/n [1, 5 -a] fc'J) 
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I 



CN 




OCH 3 



T L C : R f .0.38 (^^rf"^ : &j&^/U= 2:1) ; 
NMR(30pMHz, CDC1 3 ) : 8 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H), 4.91 „(s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H) C 

mifeM 2 (3 6 2) 

8- (N-7°ntVl— N- (4-^77 71^) ^f/l/T^/) -2->< 
10 J-JV- 3 - (2-^nD-4-n^7i^) -6, 7-v?kKn-5 
H-->^n-<>^ [d] t-^^P [1, 5-a] t^v^ 



322 



WO 02/053565 



PCT/JP01/11581 



CN 




OCH 3 

T L C : R f 0.46 (^f-y : %$fcx.J-)V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 
(d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 

1 

5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

H»i)2 (3 6 3) 

8- (N-^D/otVMf/l'-N-^W^/) -2-^fv^-3- 
10 (2-^Dn-4-^f^7i^) -.6, 7 Kn- 5H-^ n 
'O'* [d] [1, 5 -a] t°y^v^ 




OCH3 
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T L C : R f 0:3.0 (^-fy : ®^^^^= 2 : 1 ) ; 



NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd, J = 8.4,,3.0Hz, 1H), 3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H), 



8- (N-^^nyo t°;u/?-/U-N-si=7-jUT^ /) -2-/^-/^-3- 



T L C : R f 0.22 : mWt^<?-jU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J= 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H) o 

mmm 2 (365) 

8- (N-^ 137*0 t'/M^vt'-N-^^vKTS; J) -2-^^-3- 



5 0.60-0.46 (m, 2H)j0.24-0.12 (m, 2H) C 




(2-p<^-4-^ f^^7^n;W) -5, 7-t?t Kn-7n [3, 4 
10 -d] t"7/n . [1, 5 -a] t°y^v?>- 
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I, 
i 

(2-^nn-4-^ h=3riX7^nyV) -5, KP-7n [3, 4 

-d] ti^'P [1, 5-a] 




OCH 3 



TLC : RfO.18 : @^^fv^= 2 . : l) ; 

5 NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.88 
(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (ra, 1H),0. 62-0.50 (m, 2H), 0.26-0.16 (m, 2H) 0 

Hi 2 (3 6 6) 

10 8- -3- (2, 6-^^-4-^ l>^i/7i 

-6, Kp-5H-^o^ [d] [1, 5- 

a] try 




och 3 
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T L C : R f 0.55 : ftRi^-yU= 2:1) 



NMR(300MHz, CDC1 3 ) : S 7.80 (s 5 1H), 6.83 (s, 2H), 6.27 (d, J = 11.1Hz, 1H), 



3.98 (m, 1H), 3.80 (s, 3H), 3.11 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 
(m, 2H), 2.13 (s, 6H), 1.76-1.30 (m, 8H), 0.96 (t, J = 7.2Hz, 6H) D 



2 (3 6 7) 

8 -^7°n kVKT^ /- 3 - (2, 6 - 4 h^v-y^y^) 

-6, 7 -v>t Kn- 5 H-v^ n^<^ [d] tf^/n [l, 5- a] t° 



T L C : R f 0.54 (^3r1^ : ^-c^-yu= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 

15 

H W(l 2 (3 6 8) 

8- (N-v-^ n^n tVM^-N-^P tVl^T^y) -3- (2, 6- 
^V7i=/l/) -6, 7-i/tKn-5H-^a^y 
* [d] fy^P [l, 5- a] tfJJSv 5 ^ 
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T L C : R f 0.51 (^^rf-^ : RBfcc^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1.68-1.50 (m, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
0.54-0.40 (m, 2H), 0.18-0.04 (m, 2H) 0 

mmm 2 (3 6 9) 

8- (N-^y^-N-^D/D \?)V^^-)VT^ /) -3 - (2, 6- 
10 9 S*J-fV-A—* h^v^^/W) - 6 , 7-v 5 !; Kn-5H-^D^^ 
* [d] f^/o [1, 5 -a] k'Dv^ 




0CH3 



TLC : R f 0.49 (^3r^:/ : Hf^^Vl^ 2:1) ; 
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I 

i 

NMR(300MHz.'pDCl 3 ) : 6 7.93 (s, 1H), 7.42-7.08 (m, 5H), 6.70 (s, 2H), 4.94 (s, 
2H), 3.81 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04 (m, 2H), 2^13 (s, 6H), 1.03 (m, 1H), 0.54-0.38 (m, 2H), 0.12-0.01 (m, 
2H) C 

H»]2 (3 7 0) 

8- (N-v^n^n tVMfvU-N- ( 4 - p< fvv:? ^ =->V^ T 
J) -3- (2, 6-v^5vl/-4-p< h^v^^-^) -6, 7— 5?fcK 
a-5H-^P^ [d] fy/D [1, 5 -a] t c i;5^ 




OCH 3 



T L C : R f 0.53 (^=¥f-> : f^zn^l.= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2. 13 (s, 6H), 
1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H) D 



mtfcm 2 (371) 

8- (N-ya t°/l/-N- (4-7Mn7x^^f;u) T^7) -3- 
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I 

i 

(2, 6-v ? p<>^-4-^ Y**S7^=-M -6, Kd-5H- 
v^n^V^'td] fc^/n [l, 5 -a] f^v^ 

1 t 



F 




T L C : R f 0.46 (^^^^ : W^k^^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2. 13 (s, 6H), 1.70-1 .48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

MMM 2 (3 7 2) 

10 8-v?^pyn (2, 6 h^r 

^7^-/1^) -6, 7-i>tKn-5H-^P^y^'[d] t°7^/n [l, 

5 -a] t°y s; *j-y 
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TLC : R f 0.45 (^3rf-^ : gj-gfc;n?vw= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.81 (s, 1H), 6.68 (s, 2H), 6.40 (d, J = 9.9Hz, 1H), 
3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s, 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m, 8H) 0 

jij 2 (3 7 3) 

8- (N-^^-N-v'^ d/d tVM^TS; y ) -3- (2, 6-i> 
^^-4-^ ol-jv) -6, 7 -v?fc Kp- 5 YL-U? v<y? 

10 [d] t°7/D [1, 5 -a] 



TLC : R f 0.61 (^-fy : %^ol=$-)V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 




OCH3 
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! ( 
i 

2.00 (m, 2H), 2.12 (s,.6H), 1.64-1.46 (m, 2H), .1.42-1.22 (m, 2H), 1.02 (m, 1H), 0.90 
(t, J = 7.2Hz^H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H)„ 

Hffifl] 2 (3 7 4) ' , 

5 8- (N-i/^D/DtVl/^f^-N- ^f^7 
5/) -3- (2, 6-^^^/1-4-^ b^r^7x^) -6, 7 -S?fc 

[d] t'^y'n [1, 5 -a] t° P ^ 




OCH 3 

T L C : R f 0.51 (-^rl^ : ft»^/P= 2 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.92 (s, 1H), 7.38-7.26 (m, 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz 5 
2H), 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m, 2H), 0.10-0.01 (m, 2H) D 

15 HffiflU 3 

(2-^^-4-tKo^7i^) -6, 7-^tKo-5H-^ 
[d] b'^/P [1, 5 -a] t'y*i?y 
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&MM2 (1) T«3tbfcft-&4b (5 0 6mg) (Dmt/^-^y (14m 
1) ^lr-7 8t|:^U lMHllffc*?*©^^^ (12ml) 

^'>y ^VWfry n-? Y^yy^— ( n - — ^r^> : ^xf/i/= i : 
1-^2 : 3) TtlLT, ^T^^it^Wi-5tiM^^ (3 0 3mg) 

10 T L C : R f 0.14 (n-^^i^-y : ^^^/l/= l : l) ; 

NMR (300MHz, CDC1 3 ) : 5 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J - 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) 0 

15 

Mi 

8- - 2 - t Ko ^)V- 3 - 

(2 -^^vi^-4-^ Y^rls? ^=-)V) -6, Kn- 5H-^n 

^9 [d] [1, 5- a] h°V*i>^ 
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mmmsx-miMLtzit^ ossmg) ©sft^ft^^ domi) m. 

0°C«£PU ^m^ti-hV (9 5mg ;63.1%*#t^) £*Px., 
3 0^W#bfci 0 fcJ&U&mZ-Btik*^^ (0.18ml) &r#Px., 0°C-C2 

( h/I/^^ : g^|£;cfvV= 5 : l->4 : l-»7 : 2) 
-CflfftlLT, OT^W^^W-r^tl^b^ (9 4 7mg) 

10 TLC : Rf 0.35 (n-^fy : ^xf^= 1 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J » 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

15 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H) 0 

m&m 5 

8- (N-^PtVV-N- (2-^b^W^/^^) T^y) - 2-p< 
(2-^f^-4-^f^7i^) -6, 7-v>tKn-5 
20 H-v^n^* [d] t°^yp [1, 5-a] t°!l ^v 5 ^ 



333 



WO 02/053565 



PCT/JPOl/11581 
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mmm 2 c 2 ) v9m Ltcit&yo ( 1 8 6 m g ) k 
(5mn mm^ h y ^j-^t 5 > (0.39m 1 ) *> &xf=mimMt°v v> 

mW (2 2 5m.g.) ^JPx., ifiT2H|!g^lfc 0 KJESS^SttK^SE^, 

mmLtz 0 »t°y^ (5m o o-^^kd 
^v-a-t ^ >naMft (2 8m g ) muz-^ sa-e 1 5 i^Mijt^ Lfc„ kjes$s 

10 fc D !Sg^^!)^y;l/*7A^D-7^7 7^- (n-^-^f-^ : 

/u=4 : l-»3 : 1) T'ilLT, £*T©*tttt«:^;5«»fc£* (1 6 
mg) %#fc„ 

T L C : R f 0.78 (n -^M*-^ : BB^^= 1:1); 
NM R (300MHz, CDCI 3 ) : 
15 major isomer 

5 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = <2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) C 

20 minor isomer 

6 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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(dd, J - 8.4, 2 ; 4Hz, IB), 4.47 (d, J - 4.2Hz, 2H), 3.9.0 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2HQ!*2:99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2. 14 (ni, 2H), . 1 . 58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) C 



5 



MM 5' (1) -5 (2) 



H»!l2 (2 6) -e^itLfcjb^s *fc{tHW!l4T^att^k^*3 



H4te*fflv>THlte^5 i:»pmot, KTO^**#fc. 



10 (1) 

8- (N^yntVl^-N- (2-p< h^rW ^ y^^/O T^/) - 2 
5VV-3- (2- *^-;V-4-t -5, 7-^tKn-7 

p [3, 4-dO't°7^D [i, 5 -a] \?v -mmM. 



15 TLC:Rf 0.22 (n-^fy : SS^f;l/= 3 : l) ; 
NMR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

5 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 




OCH 3 
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0.81 (t, J = 7.5Hz, 3H) 0 
minor isomer 

8 7.38 (d, J = 8.4Hz, 1H), 7.31 (t 3 J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd„ 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz ; 2H), 3.92 (s, 3H), 
3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
0.84 (t, J - 7.2Hz, 3H) 0 

(2) 

8- (N-^^U-N-n-y^^T^ J) 

-3- (2-^^-4 h=¥v^7^-/V) -6, 7-v ! tKo-5H~ 
v^n^i/^ [d] k'7^n [l, 5- a] fy*^ 




OCH 3 



TLC:Rf 0.19 (n-^t> : gtixf ;i/=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.15 (s, 1H), 7.96 (brs, 1H), 7.18 (d, J = 8.1Hz, 1H), 
6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J= 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) D 
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8- [ (2S) -1-t 2-t 
{2-**5-;V-4-* Y*i/y -6, 7 -i^fc Kb- 5 
H-i^n^^ [d] f^n [l, 5-a] try$S» 




OCH 3 



5 H»J2 (15) TtHaiLfcfl^tt (2 9 0mg) «@£ (4ml ) BWl 

^ lMii (1.4ml) SrJn*., 8 0 < CT»l« 5 M«t#Ufc. £Jfi*£4b.«r, 

«t^fp^@t7k*^- h y »>A7K« (loomi) ^&#\ mm^T-* 

H£§ Lfco Ssffi© fc° y ( 3 m 1 ) m&fc. t Kn *S//U7 ^ ^filKfi ( 5 
10 2mg) %MZ-, IfflT15HSl^U 0 S^^^mUt^, 

tKt-i«^l, s*7k«Eiw-hy *aiLfc 0 nm&zsy*? 

LXs &.T<DWttiLtt'tZ&MfoGto (I4 3mg) L 
15 T#fc 0 

TLC : R f 0.32 (n-^^rf-^ : ft»xf/V= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 
major isomer 

fi 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 
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2.7Hz, 1 H), 6.78.(dd, J = 8.4, 2.7Hz, 1 H), 6.53 (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), 
3.82 (s, 3 H)^.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H), 



5 5 8.52 (brs, 1 H)„7.14 (d, J = 8.4Hz, 1 H), 6.84,(d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H)„ 



io MMM6 (l) , 

8- [ (2 SO r-l-t h^W^/^y-2-^;l'] T5/-2-^ 
^-3- (2-^^vV- 4-p« -5, 7-i?kKo-7B 

[3, 4-d] t°7^P [1, 5-a] fcry*^> 



15 $16012 (14) T*J«3tLfc^* (3 6 5mg) % fcitft Ko^/U 
8mg) &#fc„ 

T L C : R f 0.20 (n : 3:1) ; 



minor isomer 
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NMR(300MHz,CDCl 3 ) : 
major isomer 

5 7.36 (d, J = 6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, ' 
J - 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (d, J - 10.5Hz, 1H), 5.3,1 (d, J = 
5 10.5Hz, 1H), 4.89 (s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) D 
minor isomer 

5 7.14 (d, J - 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d, J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H), 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 
3H) 0 



mm 7 



8- [ (IS) -l-V7/^n^7$;] -2-^^-3- (2-^ 
15 ^-4-^ h^>7^=-/U) -6, 7-v>t Kn-5H-^a^[d] 
t°7 N /n [1, 5 -a] try $ 




OCH 3 



mMM6xm&Ltcik£y>} (i3 7 mg ) omt^^-^y ami) 

£- 7 8 0 C^4PU b y ^f-jVT ^ 1/ (0.32m 1 ) *3 «tTJ« b ^ y>V*n*# 
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>X^*ymM7km (0.13ml) SrJp^ M-C2B*MJJt^tfc. 

•btffrfty o-e h^77^f- (n -^drf- ^ : SEI&^Vl^ 3 : 1 -» 2 : 
5 1) tJtlLT, «T©4fete*te*1-*«Jlfc£* (1 0 Omg) fcfcfc. 
TLC:Rf 0.27 (n-^-fy : g^^fvt,= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz; 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 
(ddd, J = 14.4, 7.5, 6,3Hz, 1H), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.31 (s, 3H), 2.25-2.1.0 (m, 7H), 1.29 (t, J = 7.5Hz, 3H) C 



15 



r !l7 (1) 



8- (N-if;U-N-n-7"f;U7$y) -2-yj;-3- (2-^^ 
;l/-4-^ K^7x=^) -6, 7-^tFn-5H-^n^ [d] 
t'7^n [1, 5 -a] t°y $ v>> 




OCH 3 



SI 5 (2) TM3£Lfc<fb£tl (2 1 lmg) £JS^T, H»|7i:|i?l 

moments; ^xuT<Dmm*%ir%mm4k&y>) a 9 5m g ) £#fc„ 

TLC:Rf 0.34 (n-^fy : ftixf^= 3 ; i) . 
20 NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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I 

(dd, J = 8.4, 2.1Hz, 1H), 3.83 (s, 3H), 3.65 (q, J = 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3.00 (t, J = 7:2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (ni, 2H),. 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H) 0 

5 mmm s .• 1 

i i 

9- (Z-^<y^)VT ^ J) -6-^^-5- (2-/3-^-4-/ 

t 

i/y^~<)V) -7D, [3, 2-d] t'7/n [1, 5 -a] fc'y^v 5 ^ 




OCH 3 

■mm\2 (6) ^jRj£Li/Ufr£*!> (2 1 5mg) <DV"7 ^=->VzL-y- )V (3 
10 ml) SSSRfc, 10%^7^!)Ar| (15 0mg) SriPxi. 2 5 0°CT4 
rait#bfc 0 ^M^ifitt'^L, (10ml) 

^77^- (n-^ dff-^ : Tir N y= 9 : l) LT N &T<P4W4fl[ 

fc^SSSffr&tt (I50mg) &#fc 0 
15 TLC:Rf 0.42 (n-^t^ : Sixf /l/=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m, 6H) 0 
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mmm 9 

8- -2-^^-3- (2-^^-4-^ 

v-y^-yu) -6, 7-^tKn-5H-^D^ [d] fc^i/a [l, 
5 5- a] h']} $v>V ' . 



**fb*M»JI £i» (92.0m g ; 6 0% in oil) © h/l^i^ffcK:, 3 
^-/K2 0 2mg) £«TU 8 0tT?2^^Lfc. ^Oft-fr*^, 
##«7T«3tUfc^* (2 5 0mg) ^jq^. % 5B#P«#Lfc 0 

(1 2 8mg) 

15 TLC:Ri 0.58 ( Y )Vx-V ; Tir h V= 5:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 
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mmM9 (i) -9 (5) 

§M9 (1) 

8- -2-^^-3- (2-i> 

'>7i=^ -6, 7-v^kKB-5H-^D^ [d] f^/p [l, 

5- a] try $ i?y 




T L C : R f 0.50 (^^f-^ : g^m5vW= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J - 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94 - 1.74 (m, 
1 5 4H), 1.04 (t, J = 7.5Hz, 6H) 0 

H»9 (2) 

8- (3-^^/U^-^rV) -2-^^-3- (2-^np-4-^ f^f- 
^7x^/V) -5, 7-^tKo-7P [3, 4-d] t'yyu [l, 5- 
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a] t c U v>V 




OCH 3 



T L C : R f 0.25 (^^rfy : Mxf ;i^= 3' : l ) ; 
N M R (3 00MHz, CDCI3) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
5 (dd, J = 8.4, 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s, 
3H), 1.99 - 1,80 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

£MM9 (3) 

8- (4 — ^yj-jV^-^ri/) -2-yi^-/U~3- (2-^un-5-^h^ 
10 i/y a^—nV) -6, 7-v^tKn-5H-^n^ [d] t7/n [l, 
5 - a] t°y 5 




T L C : R f 0.85 (^=¥f- V : @^^^/V= 1:1); 
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I 

i 

NM R (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8,7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8l7, $7Hz, 1H), 5.22 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t,'J = 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1 .90 - 1 .66 (m, 

4H), 1.58 - 1.42 (m, 4H), 0.95 (t, J = 7.2Hz, 6H) 0 

i ' 1 . 

IM9 (4) 

t 

^-/V) -6, 1 -rJM Kc-5H-^0^ [d] fc^/a [1, 5 
-a] t°y 5 v?^ 




10 OCH 3 

T L C : R f 0.36 {^^V : ^^^jv= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J - 
15 6.3Hz, 6H) e 

1119 (5) 

8- (1, 6— ^-^r^-2-7<^-3- (2- 
b^iyy^-^) -6, Kn-5H-^o^y^ 
20 [d] t°7/P [1, 5-a] 
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TLC : R f 0.58 : ^cn^/V= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.29(d, J = 8.4Hz, 1H), 7.06 (d, J =2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) 0 

jjjifeffi] 1 0 

8- (3— Osf-Af-*) -2-^^-3- (2-^OD-5-n^> 
10 -6, 7-v?kKn-5H-^P^y^ [d] t°^y'p [l, 

5- a] t°y 'm.mm. 



frBiti- hV (68.9m g ; 6 0% in oil) <D^#S—;], (1 7m 1 ) $ 




• HCl 
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i 

0 °CT% ' 3 - 7t f y ( 2 5 2 ra g ) ft £ Tf&%M 7 T* 

m&LMt&va ooomg) zmtLs i^w\mwLtz 0 5Lfcmm%m$u 

; t 

fc&XXffim^frtito*-. 8t#LW«JB*^Hf-tfc„ Skin, 7.kjf£@f8£ 

(o.2mi) srju*., ioMmwu zv&mmLx, uT<Dmm& 

tt-tZMfflk&m (271.1m g) &#fc„ 
TLC : R f 0:57 {^ty : ftSfxf ;V= 2-: 1) ; 
10 NMR(300MHz; CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.7, 2.4Hz, 1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7..5Hz, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02 ,0, J = 7:5Hz, 6H) 0 

15 H»] 1 1 

8- (4-^;V7i=^) -2-^^-3- (2-^^-4-^ h=^ 
S^sl^/iO -6, 7-^fcKo-5H-^n^ [d] fr/n [1, 

5 -a] try $ 
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#%^7TMatLfcfk^ (3 0 0mg) <D*J * Y*^* Is (3m i) 

mwz, 4-/f-/uy^^juts^>m (i3im g ) % m^7WA a 

lmg) , h])7^~;\s*X7jy (4 8mg) fc'J:«^itMJ!)A 
7k« (2ml) &M?L, 5B#^pfi31^tfc 0 &j£«££?£iPU 

df-f->:^^^=5 : i) -vmmLx, uTommu^-r^mmit^ 

m (2 2 2mg) £#7c c 

TLC:R f 0.41 (^=¥ih:/ : f&t^jv= 3 : 1 ) ; 
10 N MR (300MHz, CDC1 3 ) : 5 7.72 (d, J = 8.1Hz, 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 ' 
(s,3H),2.14(m, 2H) 0 

15 Hi 11 ( 1 ) - 1 1 ( 5 ) 

iii ii ( i ) 

20 8- (2, 4-y^nn7i-;k) - 2 -^fvi/- 3 - (2-^^-4- 
* Y^-^y^^jV) -6, 7-^kKo-5H-^P^ [d] M'yV 
p [ 1 , 5 - a ] t° JJ ^ • 
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CI 




OCH 3 



TLC:Rf TLC : Rf 0.38 (^-fls : Jg&ft^f- ;V= 3:1) ; 
NMR (300MHz, DMSO-d 6 ) : 6 7.91 (d, 3 = 1.8Hz, 1H), 7.70 (d, J = 8.4Hz, 1H), 
7.64 (dd, J = 1.8, 8.4Hz, 1H), 7.11 (br d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), , 
5 6.81 (dd, J =2.7, 8.4Hz, 1H), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12(m, 2H),2.09(s, 3H) 0 

mmmi 1 (2) 

8- (.3- h y 7 jvjrxi^^jv-y -2-^^-3- 

10 - \>5:*S7 a^-;v) -6, Kn-5H-^n^ [d] 

t°7/n [1, 5- a] t°y 




OCH 3 
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T L C : R f 0.27 (^^ri^> : ^%^;V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.08 (brs, 1 H), 8.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7.70 (brddi J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz; 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94 (t, J = 7.5Hz, ( 2 H), 2.31 (s, 3 H), 2.20 (s, 3 H), 2.18 (m, 2 H) e 

l 

Ml 1 (3) 

i i 

=¥v^7^=/U) -6, 7-v?t Kn-5H-^o^y^ [d] t°yi/p [l, 
10 5- a] t°U 




CH 3 



OCH 3 

T L C : R f 0.23 {^-fy : %ffife^ ;V= 3 . 1 ) . 
NMR (300MHz, CDC1 3 ) : 8 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H) 0 



n 1 (4) 

8- (3, S-^^Pn^^^^) -2-^^-3- (2-^^-4- 
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I 

i 

t h*i/7a.=.A') -6, 7-v?kKn-5H-^P^ [d] 
v [l,"5>a] t'V$i?y 




OCH 3 



T L C : R f 0.50 (^-f^ : g^^f-;P= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 
(d, J - 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m, 2H) 0 

10 gUMi 1 (5) 

8- (2-^f^7xn^) -2-^^-3- (2-7^^-4-^ h^r 
i/7^~j]s) -6, 7-^tKn-5H-^o^ [d] [1, 

5 -a] try 
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OCH 3 



T L C : R f 0.38 {^^^ : ^m^J-jV= 3:1) ; 
NM R (300MHz, CDC1 3 ) : 8 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz, 
1H), 6.82 (dd, J= 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2.62 (m, 
5 1H), 2.27 (s,3H), 2.20 (m, 3H), 2.17 (s, 3H), 2.15 (m, 2H) C 

mmm 1 2 

_ 6> 7-*?t|?q_- 5H _^p^ [d] t° 
10 [1, 5-a] t'U^v 5 ^ 



7kmti- (210mg ; 63.1 %in oil) ©7l>7t Kn7?y (l 

omi) mmmz, -w^wj^jv (ssomg) mm.-? 30^ 



o 



o 




OCH3 
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rmwLtz. 0 Rj&®mz, #^j7titLm^ (8 2 0m g ) &m^- 

4l$IBJPf»JSaEbfc 0 Rf^«fcfiSft£ft7^= (10'ml) 
5 (^df-^y : mm^f-^=8 : 1 -» 7 : l) "eflNKbTx ^T^t)tt{|S^^ 

1"5«jB^«J (l.io g) *ntc 0 

T LC : R f 0.48 i^-fy : fflBL^ 1 ? jV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J= 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H), 2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t, J = 7.2Hz, 6H) 0 

mmw 2 (i) -i2 (4) . 

15 UT<Dik<kVo%mco 

mmm 12(1) 

8- (1-^W^-l, 3-i?tty-2-'73 L A') -2-* s f-;v 
-3- (2-^^/-4-^^7s=A') -6, 7-v J tKo-5H- 
20 i^n^^ [d] t°7^n [1, 5- a] t°y^t?>- 
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OCH 3 , 



T L C : R f 0.55 (ffigt=c<?;l,) ; 

! 

NMR(300MHz, CD.C1 3 ): « 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J = 1.8Hz, 1H), 6.83 - 
6.74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s, 
3H), 2.30 (s, 3H), 2.16 (brs, 6H) C 



10 



112 (2) 



8- (2, .4 -v^^y- 3 - 3 - (2-^A- 

-4-^ hdr->7jin/l/) —6, 7->>tKP-5H-i/^o^^ [d] 
[1, 5 -a] fc°2J ^ 

o o 




OCH3 



T L C : R f 0.34 : H^^5vl/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 16.93 (s, 1H), 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 7.2Hz, 2H), 2.33 (s, 3H), 2.20 (quint, J = 7 .2Hz, 2H), 2.18 (s, 3H),> 1.95 (s; 
6H) C 

mmmi 2 o) 

4-7? h#i/7ai=:/l/) -6, 7"i?k Kp~ 5H-^P^ [d] t° 
7 N /n [l, 5- a] tfJJ ^ i?> 



o o 




OCH 3 

T L C : R f 0.18 (^fify : @^S^^vu= 3:1); 
10 NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J - 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz, 2H), 1.31 (t, 
J = 7.2Hz,6H)c 

15 Hi 12 ( 4 ) 

8 -If* (^h^riy^/U^=./U) 2-^^/V-3- (2-^PO- 

4-.* b^v^^/l/) -5, 7-v^tKn-yn [3, 4-d] 
[1, 5 -a] tf U *^>- 
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O O 




OCH 3 

I 

I 4 

TLC:Rf 0.28 : ^^=iL=f-jV= 3:1) ; 

i 

NMR(300MHz,.CDCl 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.91 
(dd, J = 8.4, 2.4Hz, 1H), 6.12 (s, 1H), 5.11 (s, 2H), 4.95 (s, 2H), 4.41 - 4.20 (m, 4H), 
5 3.84 (s, 3H), 2.39 (s, 3H), 1.33 (t, J = 7.2Hz, 6H ) 0 

mm 1 3 .. 

.r 

8- (1, 3 -t Kn^;/- 2-~fn fcVU) - 3 - (2-^5=- 

Ki/,7i^^) -6, Fn-5H-^D^y^ [d] 

10 t 8 7/n [1,.5-a] k'J) 




OCH3 

T^=iV#[g^-K H»!ll 2T^itL/Mb£% (3 5 5mg) <D«^ 
:x^vwn-7Vk (7ml) m&fcs - 7 8 °C"e 1 MtM Vfn fcVW7/l^ = 
£At Ky K (3.94ml ; ^^r^Wm ^lTLfc 0 0 °Cfc#m 
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I 

u 4.5P#M8t#ut. fcfc&mz/? (3mi) &mru &mz% 

5 IU UTtoWk&ttirZWI&ik&m '(2 6'Omg) &#7c 0 
T L C : R f 0.50 p p jjvi^ : ^ ^ y — /V= 9:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (brd, J = 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 
8.7Hz, 1H), 4.97 (m, ,1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, 1H), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) C 

10 

MM 1 4 

8- (1, h*->- 2-^p fcVlO -2-^^-3- 

^_ 4 _^ ^v-^^-^) -6, 7-$?fc Kn-5H-^n^ [d] 
t'7y'D [1, 5- a] t°P ^v 5 ^ 




TK^^by^^ (26.0m g ; 6 0%inoil) WDMFfti:, 0°CT'M 
Ml 3-C^5ttfdb^ (1 2 0mg) ODMF (2ml) M&MTLfc, 
rc^i^^a r^b/-^ (81.0m 1) i^mmW^o fcfcWWi 

20 /^ttmtfce &&#it&mmt:m*kmfrX'mfrL. m*vmi'hv$& 
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Tftjftffc, -<>iiy (5ml) SrJPx.T^?>»«Ufc. »aE*r^y*^* 
7^^dvF^77^- K^f-^^:^^^=3 : 1) t'ilLX, & 
T©*tttf«r^ri-«#JH^* (58.7m g) £#fc c 
T L C : R f 0.80 (ftlfctfvU) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J - S.4Hz, 1H), 6.86 (d, J - 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz, 2H), 2 .94 (t, J = 7.5Hz, 2H), 2.31 
(s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) D 

10 jij 1 5 

8- (N, N-^^^/U^jjW^yf /U^f-jU) -2-/f-;U-3- (2-* ; 
3-/1,-4-^. a^—jV) - 6 , 7-i>t Ko-5H-^o^[d] 

fcT^yn [1 , 5- a] fc°y 

o 

f^N(CH 3 ) 2 

^3 

CH 3 

OCH 3 

15 mtfcM 1 2 -eiHag LfcflJ&* (4 1 0 m g) <Ot# J-)V (1ml) 

^ 2 4tt'^ ^ / ( 4 9 1 m g ) ©50 %^WSLk%^ 9 0 °C 
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5:1) T?«81LT\ UTOlM**1rlr*Wmib&m (102.7m g) £r#fc 0 
TLC:Rf 0.55 (^frf-^ : Riffctfvl'- 1 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80' 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94, (m, 5H), 
5 2.72 (s, 3H), 2.36 (s, 3H), 2.24 - 2.10 (m, 8H) 0 

gMf#!l8 

CI 



10 TkHte-t- Ml £ A (2.6 g ; 62.6% in oil) ^ =FvWvl^T $ K (80m 
1) 0 °CC 2-^BO-4-t Ko^r v'^yXT/l'f t K (10.0 

g) C-^f/^MT^ K (50ml) 5#/5>tf"r}i§TU 30 

#R01fc« i bfc„ £/S*M£s OttaW^ (4.2ml) £l0'5Wt-C 

tJ>.T*mm. nit, ^Tofettt^ftsiifb^ (io.7 g ) &#7t 0 

T L C : R f 0.61 (^=3r1f 1/ : @^:r?vk= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 

(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) C 

20 

1- (2, 2 -v>^n^oi^^^) -2-^nD-4-^^r^yfy 
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I, 

CI 



'A. ! 




8 TttfrLfctofr* (5.0 g) ©ljk/f!/y (14 0ml) 
B3*-fb^*,(l0^g) SrJnfcs *»T\ hy'l7*=/^^7-f ^ (16.9 g) & 

t 

5 fc. SJt&JR^*©^"^^ (5 0 0ml) IKWRI:, VP (3 0 g) 

6iit^ 0 ,i/y t'fjv&^w/timx-i-A' (10:1) x*m& 

tttt«r^S«&fc£* (6.6 g) &#7c c . 
10 T L C : R f 0.82 (— =3r^> : |^ac^yk= 3:1) ; 

NM R (300MHz 3 CDC1 3 ) : 5 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H), 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s ; 3H) C 

1 0 

15 1- ( 1 t°^/l/) -2-^nn-5-^ h^V^^ifV 




###j9-eMi£L/Mb-^ (l.98g) ©ff7t Ko77^ (20ml)I 
-7 8°CVl.51M(Dn-'f^V : f-^^^-f>'mm (8.2ml) fcJP 

20 £PU (0.46ml) &jjP;i N 0°CT 1 WfrmW Ltc a Rfc®m* 
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I, 

A- (^f>:Si^=10 : 1) T*t$!iLT N OT^trtf£^-f6 
*H^ft.'(0.89.g) £#fco 

T L C : R f 0.69 {^-fy : ftKjc^-/U= 5:1) ; 
5 NMR (300MHz, CDCI3) : 5 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 

1 

(d, J = 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H) e 

\ 

1 

1 1 . , 

(hy/f^u^) 7^y-2-^7;-3-^f^-4- (2 
10 -^dd-4-^KV7i=;V) /V 

CN 




OCH3 



3 0^ra»^tfc^b=^^/V (8 3 2 g) T^=?>g^T> 
^yyW^?-!)At KD K (13.8ml) l:i£T^o< ?)JP^ 15^ 
PaTO^LTt, KJS?»jK*S*SELfc«H OT3KiftLfcfc£* (11.6 g) 

15 (D h V tJ-friyy fri/T- K (4 6ml) 2 5#jWTJP*.fc. 

Wc£»U ^MJ-^fcg*Lfc&, 1 3 0 < CT-2^^#tfc 0 KJfc 
*SttSrM4-cft*PU Jft-fb^f-v^"e*2Rbfco ^nWL^VU^f^y 
Ytfyy 4— (A^:S8xf;i,= iO: 1) Tit$!LT> ^ 
T©*W4*«r*i-««j!lfl:^« (9.5 g) , *5J:tWJ^&»i LT2-k^(h 
20 JJ^/l'S/JJA') 7^-5-i/7y-3-^f/l/-4- (2-*nn-4 
f^^7i-/V) t°P-/V (5. 2g) &#fc„ 
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T LC : R f 0.34 (^^^ : Rflfct?vU= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.76 (brs, 1H), 7.10 (d, J = 8.4Hz, 1H), 7.00. (d, J = 

2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - . 

0.14(s,9H) o 

5 

1 2 

5-7^y-2 - ->T y - 3 - ^ 4 - (2-^np-4-^ h*is7 




OCH 3 



10 1 1 TMit Ltdt^-m (6.27 g) O^^y-yU (50ml) 

1 NTk^b-^- h y !>atK^ (i5.4m 1 ) Sr^M-cfln*., 1 (W^M^L 

iiU, ^T©*ttltSr*i-saJH<b-fr* (4.78 g) &^fc e 
15 T L C : R f 0.20 (^^^ : ^ol^-/U= 3 : 1 ) ; 

NMR(300MHz, CDCI 3 ) : 5 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H)„ 

Hjfeff] 1 6 

20 1 - f yT J - 2 -ff-jV- 8 - 1 Kn^rv-- 3 - ( 2 n a - 4 h^r 
'>7i=^) -6, 7-^tKn-5H-^n^ [d] k'ca [1, 
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I 

2- a] try ki?> 




och 3 

&3l;Wi 2XmmLtz.it^ (4.15 g) SrJB^T, Utt^l 1 £ E*<D»tfs«r 
^5rtia'oT. 6tTO*tt«S:*ri-*aijHft'fr* (1.35 g) Sr#fce 
5 TLC : R.f 0.15 (^IJ-^ : %m^^= 1 : l) ; 

NMR(300MHz, DMSO-d 6 ) : 6 12.25 (brs, 1H), 731 (d, J = 7.8Hz, 1H), 7.20 (d, J = 
2.7Hz, 1H), 7.02 (dd, J = 7.8, 2.7Hz, 1H), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), 2.03 (m, 2H) 0 

io mum 1 7 

l-v'7/-2-^f;W8- (3-^yf;U7 5/) -3- (2-^nn 
-4-^l«^7i^) -6, 7-^tKP-5H-^P^ [d] 

t'on [i, 2 - a] try 5 v 5 ^ 




OCH 3 
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t K X oTMit Lfc 1 - i/T J - 2 - J j-;v- 8-^Pn-3- ( 2 u 

Y$ri/7 -6, Kp-5H-^d^ [d] , 

t°oo [l, 2- a] t°P *i?y (1 8 Omg) £ffiV>T, H»J 2 t li^ 
5 ©^^tf^pi tiaot, J^T©^M*Wi--5tI^b^ (1 12m 

g) zntz c 

T L C : R f 0.36 ( h/Uoc^ ■ ^t^fju= 9:1) ; 
N M R (3 00MHz, CDC1 3 ) : 6 7.25 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz ; 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03(t,J = 7.5Hz,3H) D 

iii i7(D _ 

1 - 9 STJ- 8 — *?7u kW7 5 7 - 3 - (2-^dd- 4- 

15 / Y*i/7^~JV) -6, 7—^1: Kn-5H-^P^ [d] k'nc 
[1, 2 -a] t°y 




OCH 3 
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T L C : R f 0.39 : g^^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.26 (d, J = 8.1Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 

1 3 

5-757-4->7y-2, 3-^^5^/1—1- ( 2 - 7< 4 -^b 

10 driX7^n^) t c P— 



2-^^-4-^ b= 3 f-v'T=y ^ (1 0 g) (7) W^i/ (12 0ml) 
Tth^y (6.43 g) &£Tfp- hJU^^X/lsft^m- 7k%Q%d (44 
mg) ZMtl, MHl»llSLf: t SJS^fe^^t-eM^, 
15 ^ n / - b y ;v (4.6m 1 ) SrAP^. s 12 B#P B 1M« Lfc„ L7t£j» 

^SrW1"5«Jl^^ (5.73 g) £#/c 0 
T L C : R f 0.65 {^^1/ : @^^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) 0 




OCH 3 
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mm 1 8 



##0U (4.0 g) (75-<Vif>- (40ml) v" 

^P^/,>(l.46ml) fcit^p- h/^^^^y^ • TKfPt) (4 0m 
g) IftTkLft^k l 2H#^W«tfc 0 ^»£-tr^ h5i!U 

10 3«it*|L7c 0 T^^V#|S^T, »|*Th7tKn77y (TH 
F) (8 0ml ) » s 0°CT*2M!)f !)i\v ; ^y7 p D t>7^ K (15.7 
ml ; THF«) Mft^L, 5«jf#L7c 0 S^S^fe 

15 77^- (H^^/v) x*ffiM LT, &T©&ttM£^5&Jgte£& (2.85 
g) fc#fc 0 

T L C : R f 0.51 (^ n n jjvi^ : p< ^ y — 10 ; i) ; 
NMR (300MHz 3 CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2.10 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H)„ 



-6, 7-^tKo-5H-^a^ [ e ] t°on [2, 3-b] t°V 



5 v>> 
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mm\ 1 9 

2, 3-i?/f-;v-4-^f-/U^;ut^^7^y-l- (2-^/1—4- 
^ Y*i/y^~;v) -6, 7-^tKn-5H-^n^y^ [ e ] t°n u 
[2, 3-b] fcfyv^ 



JUSflU 8-e^5tLfc^fe (6 0 0mg) ©THF (6 0ml) ^i-/ 

o°c-e h y ^jvr %i/ ( 5 2 0 ^ 1 ) it/yp t°^-^^ a y k (is 
on 1) 2B#p B m#tyc„ £j«^»@1^?v^t«u 

mu^irzmmfc&M ( 4 5 1 m g ) £#/-c 0 

T L C : R f 0.60 (^ p p /jvkA : ^ / -/V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 (m, 1H), 7.08 (d, J - 8.4Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.83 (dd, J - 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t 3 J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1 .88 (s, 3H), 1.33 (ra, 
3H) 0 

Hj&ffij 2 0 

2, 3-^^-4-:/* t'A-T^y-1- (2-^f^-4-^ h^rV 



5 
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7*=^) -6, 7-^tKD-5H-^n.^ [ e ] t°PD [2, 3 




OCH 3 

mmmi (45i mg ) ©thf (5.0m d mm?., 

5 2Mt:7^f/W7^ » (4.8m l : THFf i) *1NX., 5 Wm 

10 &>T<D®rtm&G'tZ®mfc&Vtl (2 6 8mg) £#fc„ 
T L C : R f 0.47 : ^g?ot^/u= l : l ) ; 

NMR (300MHz, CDC1 3 ) : 8 7.09 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s,3H), 2.04 (m,2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) C 

15 

MMM 2 l 

2, 3 (N-xf^^^-N-^a t °,l^7 ^ y) - 

1- (2-y ^-4-7< Y^rlsy^-jV) -6, 7-^tKn-5H-v/ 
^n^^^ [ e ] b°PP [2, 3-b] t°!)v^ 
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OCH 3 



$&6M2 -OTaBtLfc-fba* (2 3 4mg) omWf-W (3.0ml) & 
Jfcfc, T/V=fV#fflMTx 0°CT'b yoi^UT^> (3 6 0 // 1) *5«J:t*/ 
o t^v^ n 1; K ( 1 3 4 /t 1 ) ^t^D^l. 1 B#Wj*#Lfc. RlSS***: 

jvjjy&tTi^ YJfyyj— (^-fy : ^m^^= 2 : l) Tif$£LT, 
&T©*H4*teW-t-5«Jefc£* (2 4 2 g) &&fc„ 
T L C : R f 0.57 ^> : ffflfe3i^-/l/= 1 : 1) ; 
10 N MR (300MHz, CDC1 3 ) : 5 7.11 (m, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.85 (dd, J = 2.4, 
8.4Hz, 1H), 3.92 (m 3 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz, 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) D 

15 mi&m 2 2 

2, 3-v ? ^f-/^-4-v J -7 0 Pt°;WT5:y-l- (2 —ff-jV—A — t 

-6, 7-i?tKn-5H-^n^^ [e] t'P 0 [2, 
3-b] t'^^y 
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mmm2ixmmLtzit^ (2 4 2 mg ) &/b^t, mmm2otmm . 

TLC : R f 0.45 : %t^^,U= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7. 10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J = 7.2Hz, 6H) 0 

2 2 ( 1 ) 

2, 3-^^-4- (N-^^yp-N — <yf-/VT^J) -1- (2- 
^f;^-4-p< b^ri/^^^/v) -6, 7 - S?fc Kn - 5 H-v^ 
[e] t°DP [2, 3-b] 
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5 TLC : R f 0:41 i^-fy : 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J - 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 
10 3H) 0 



mnm 1 

&T<D&!&#Z®mtZ.*)M&Ltc'&¥rmLX, -^C5 0mg« 
15 ^Sr^i-««JW 1 0 0^£#fc o 

• 8- (3-^>W5 /) -2-^A— 3- (2-^^-4-^ h 
-6, 7-^tKD-5H-^o^ [d] fy^ta 
[1, 5-a] t°y ^v 5 ^ 5.0g 

■ •tuvi$$ r */j.=j-)vt)vxi— (jftgftg) o.2g 

20 •^77!]yiv^v'!)A 0.1 g 
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•flfcfollrfe/l'P-* 4.7 g 

5 ToTi'TVWC&SftU 5 U lT^nf 20mgOf 

• 8- (3 °V5vUT^y) -2-/^-^-3- (2-^^jU-4-/ h 

=^iX7^=yb) -6, 7-i?tKn-5H-^D^ [d] tf^^u 

[1, 5 -a] t°y 2 .0g 

10 ■-rv-y^jv 20g 

• 500m 1 
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W # o I I 

1 . -J»5C ( I ) 




(I) 



5 (5£* N 

10 I^K C = 0*fcfiC=S&&;bU 
R 2 te 

(ii) C 1 ~ 8 T/i^/K 

(iii) C 2 ~ 8 7/l"$r=7K 
15 (iv)C 2~8 7/^^/K 

(vi)CF 3> 

(vh)^ta 

(viii) - hD, 

20 (ix) N R 9 R 1 0 (£"f\ R 9 feJ:t>*R 10 tt^^^3ttT, 
(ii)C 1~4 7A"*7K 
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I 

(ho c 3 ^ i o (D^h L < ii~m^.mmms 

( v )c 3~i o(D^mhL< n-m&i%mmt\ t>L<&i~4i@o^ 
<i-z 3~i oM.(D^mh^<it-m^mmm^mm^titcci^47 

(x) OR 11 R ]1 (± 

10 (ii)C 1 ~4T/l^r;K 

(iii) C 5-6 Oj^^S, 

(iv) i - 2m(om.mm^, i lico^m^feit^/^fcn i m^n^ 

$tLfcC l~4T/W=3r/P^t?1- 0 ) , 

(xi) S H, 

(xii) S(0) n R 12 (g>K nliO, l;£7cte2£»U R 12 te 
(i) C 1 ~ 4 T 

20 (ii) C 5 ~ 6 

(iii) i -2m(om.mw^, i ^©n*j^^j:t>v*fctt i m<onmm 

(iv) c 5 ~ 6 (Dmmmh t < & i ~ 2 m^mmm^s i m^mmmi-a 

25 ^ftfcC l~4 7W^t 5 ) N 

(xiiOCOR 11 . 
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(xiv)COOR l \ 



(xv) CdH^ 9 R 10 / 

(xvi) c 3 ~> i o <DW-mh t < \*-n&&mfk. 

(xvii) l~4fl0£*Jg-?\ 1 ~2j®(D^II^fe e tD?/*/clil~2|@« 

5 trg- w-f 6 3 ~ i o ji (D&m t l < ttznaai* at, * & » 



l~2fi©K*M^J:U t /*fcttl~2.||©«lE||J!R-7-S:^i-5 3~l 0 



r i3 & 

(0**JSt^ Vl . ■ ■ 

(ii) C 1 ~ 4 TVI^/K 
15 (iii)C 2~4 7;^=;K 

(iv) C 2~4 77l/^-/K 

(v) C3~10OTOL< H-^^Sm, 

(vi) 1 ~4Hog*MT-, 1 ~2fl©K*]g ; f-*3J:Of/4yt«:i~2fi©«t 
Mmftas-i oa©Wfcb<tt-ai5£ft3RaL 

20 (vii)c3~i o©Mt)t< ttnais^*ai^ */ttti'-4ffl©a*jH( : f-s 

l~2jig^^«^T-^J:t>Vt/c«l~2ilil«mj^ : P^-a^"-t?> 3~l 0 

Aoi^st t < »z.ai*ft*ai"cfliift$*LTv^s c i~4 7;^/^it) u 



(xviii) /Mayi/JR^ CF 3 , OCF 3 , v'TV, ^hD v N R 9 R 1 ° N OR 

1 

*\ = N-OR 1 \, SH N S(0) n R 12 N COR 11 , COOR'\ CONR 
9 R 10 , C3~l,0#it)L<ttZTOiI, &£tn~4^tf>M*JlH^ 



l~4T/V3r/l'$:^;bU 




25 |j:Cl~4 7;^/K ci~47;^^ ^n^^fci^CFa^bl 
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ji©**at%**>u 

5 (i) 1 ~54B©R 14 -egtfc$*lTV^a>t> t< i*mW&<DC l~87;to, 

(iii) 1 ~ 5 ®0 R 1 4 T*g&£ *W3 t> L < nmW&O C 2 ~ 8 7Vl^ = . 

10 (iv) N R 4 R 5 R 4 *=«tt;R 5 f^tim^AZ:bT, ' 

(0 

(ii) l~5flg£)R 17 Tg#l£ftTl^;6^ t< li&K&^C l~i 57 

(iii) 1 ~5l@<DR 17 -Cg&£tlTV^/5>& L< «^fim©C 2~1 5 
15 r;^5r-/K 

(iv) 1 ~5f@<7)R 17 -eem£;ftTl^5/^ t< tt&g&OC 2~ 1 5 

(v) l~5j@<Z)R 18 T'fi^£tLTV^^t>L<teMg&©C3~l 5© 

20 (vO l~5f]<£R 18 -?g|k$;iX-Cl^;^ L< te&Sg$k£>l~4j®<£> 

^SfJl!H\ 1~2 i©iiJ|^^ J; Tfi/t. tat 1 ~ 2 ftOWtiHMttlS 

(v)OR 6 (1^, R 6 ^ 

25 (ii) C 1 ~ 1 0 T/^/K 

(iii)C2~l 07/^=/K 
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I. 
t 

(iv) C 2~1 Q7/^-/K 

(vi) 1 ~5f©R 18 T®&£*lTl^fl>i> t < tt&Ht&<01~4fl© 

1 

r 

(viO/M^VJiHK CF 3N OCF3, ~>7y, ~hn, N R 9 R 1 ° N O 
R 1 \ = N.-OR 1 \ SH, S(0) n R 12 , COR 11 , COOR a \ 
CONR 9 R : \ l~5ffl<0R 18 ^»fe$;h/rv>£j&>fcL< tmW&O 
10 C3^1 0©fit)L< It-m^mms *5,fct)*l~5lS<£>R 18 -Cffi& 

£*L7Cl^;6>t> L< M : fi^tf> 1 ~4 fi<0ft*JJfc?\ 1 ~2fi©iHHJl!C 
^^J:t>V*fc{ii~2#I<D^J^ : ?§f-^^i-5 3~i 0M©i£gt& 

15 (vi) S H, 

(vii)s(o) n R 7 (st, nttSwatRn:«*S:*fc>u r 7 « 

(i) C 1~8 7/^;K 

(ii) l~5ffl<PR 18 -eM&£HTV^;5;^L< «lf^©C3~l 0(D 

20 an) 1 ~5itoR i8 -?gi&$;jxw5^t> l< nmmi&v i~4fi<D 

It^S-ioMi'bKiilMli, 

(iv) 1 — 5fiWR ,8 "C@ft$tLTV^5^t> t< ttIIt©C 3-1 0 

O^ig t> L < «: ~ £5£^&^ * 7c fi 1 ~ 5 R 1 8 VW& £ ti~C V ^ 
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(viii) COR\ 

(ix) COOR\ 

(x) CONR 4 R\ 

5 (xi)NR 8 COR 6a (Snfi, R 6 *& 

(ii) C 1 ~ 1 0 TVl^/K 

(iii) C 2~1 0 7;^=/K 

(iv) C 2 — 1 OT^^r^/K 

10 (v^n^IgH^ CF 3N OCF 3 , i/T/s -h*. N R 9 R 1 ° N O 

R jl \ =N-OR 1 \ SH N S(0) n R 12 , COR'\ COOR 11 , • 
feJ:tKCONR 9 R 10 ^fcii{m5*l~2ilHT-g^$^TV>^C 1~ ' 

(xh)nr 8 coor 6 R 6 fcmmtmcwM*mt>u R 8 it 

15 G)**!^ 

(ii) C 1 ~ 8 T/l^K 

(iii) C 2 ~ 8 7Vl"$r=/K 

(iv) C2~8T^=/K 

(v) l~5{@(DR 18 -^gm$tlTV^^^L<tt4ittm(DC3~l 0© 
20 mSRkL<te-|R5^*S|t. 

(vi) l~5||<0R 18 T?1I|fe$ftTV^tf»k L< ftmit&<Dl~4m<D 

mmm*. 1 ~ 2 ffiott&B?*; .ttf/t-fctt 1 -2^©^^%^ 

(Vn)^X2jfym*, CF 3N OCF3, i/7; N ~hn, N R 9 R 1 ° N O 
25 R*\ =N-OR'\ SH, S(0) n R 12 , COR 11 , COOR 11 , 

CONR 9 R 10 , l~5m<DR ls vmmnT^5frhL<temW®<D 
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i 



c 3~i o <D&mh L < \±zM^MmWs fcitn ~5{[il<£>R 18 -eE& 

*te&v/titciti~2m<Dmnm z FZt%i-z> 3~i om©^t>' 
t< fe-m^mm>bm&hz>m i ~- 2mvw&£tiT^z> c i ~ 

(xiii) NR 8 CONR 4 R 5 N 

(xiv) l~5l@<2R 15 Tg&$frTV^^t>L<te^®&£>C3~l 5 <D%- 

(xv) l~5ilHOR 16 -effm£tlTl^^ U< ~4{@©^*ll 

R^teCOzkSfJjfH^ (ii)C 1~47;^/K £fcte(iii)C5~6<^|f^ 

15 R 14 tt(a)^P^>^, (b)CF 3 , (c)OCF 3 , (d)V7A ( e )^hn N 
(f) N R 4 R 5 N (g)OR\ (h)=N-OR<\ (j)SH. (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R 5 N (o)NR 8 COR\ (p)NR 8 CO 
OR 6 , (q)NR 8 CONR 4 R\ (r) 1 ~ 5 {H^R 1 5 -efi^£*Vtl^/^t> L 
<lil»C3~l 5 0^.mt>t<tt-^^*ii, ^fc^(s) 1-5 m<D 

20 R 15 -egm$nTV>5^tt<{llig^(Dl-4j@©^J!gT-, 1~2^ 
^^*5J:t>V^fc{il~2{@(Da^ : F-^^i-5 3~1 5^(D&mi> 

R 15 li(a)Cl~8 7^;K (b)C2~8 7/^/K (c)C2~8 7M 
(d)Cl~4 7;^^ (Cl~4) (e)^n^>jg^ (f) 

25 CF 3 , (g)OCF 3N (h)'>7A (j)-fn, (k) N R 4 R 5 , (l)OR\ (m) 
SH, (n)S(0) n R\ (o)COR\ (p)COOR\ (q)CONR 4 R 5 s (r) 
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. 4" 

I 
I 

NR 8 COR\\'(s)NR 8 COOR\ (t)NR 8 CONR 4 R 5 N (u)l~5j@0 

R 20 TW&^frx\^frhL<nmm®:<Dc 3~i o^^^Kias 

$^3t % (v) 1 ~5i@©R 20 Tfim$tlTV^^t L< Ii*gi01~4i© 

5 5 3~1. 0l©f it t< (iZi^Iii, ,'(w)^n^V^ CF 3 , OC 
F 3 ,'->Ty, =ho, NR"R\ OR 6 , =N-OR\ SH N S(0) B R\ 
COR 6 N COOR 6 N CONR 4 R\ NR 8 COR\ NR 8 COOR\ NR 
8 CONR 4 R\ l-SfiWR^TS^^^TV^^t, L< {iliSm©C 3 

~i o<o&m*;y &mm. &±in~5i®©R 2o T-m&£tiT^ 

/^feSf:m£Sl~21@T-«&£*iTV^c l~4 7;^;^ifcU 

R 17 tt(a)^n^>^ N (b)CF 3 , (c) OCF 3N (d)v-T/, (e)=hn, 
(flNR 9 R 10 , (g)OR n \ (h) = N-OR 1 \ (j) S H, (k)S(0) n R 12 , 
15 (DCOR 11 , (m)COOR 11 , (n)CONR 9 R 10 N (o)NR 8 COR'\ (p) 
NR 8 COOR 11 > (q)NR 8 CONR 9 R 10 , (r) 1 ~ 5 {i©R 1 8 8 fl 
TV^>6>t>L<fi$Sg&©C3~l 5©fft>L<ij:ZTOii, 

(s) i ~ 5m(OR i8a Tgm£*vo^^ l< ttiie^^ i ~4m?>^mm 
20 1 5M.<Dmmi> l< 

R 1! (i(a)Cl~4 (b) C 2 ~ 4 T>V>r=.)V^ (c) C 2 ~ 4 T/V^r 

(d)/>P^>J^^ (e)CF 3 , (f)OCF 3N (g)VTA (h)=hn, (j) 
SH, (k)S(0) n R 12 N (1)NR 9 R 10 , WOR 11 , ( n )COR ] \ (o)CO 
OR 11 , (p)CONR 9 R 1( \ (q)C5~6^^ N (r) 1 ~ 2{@(D»J!^ 
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!, 

i 

R 18 . a (i , (a)Cl~4 7M/K (b)C2~4 7/^-/K (c)C2~4 7/V 
(d)^o^R^ (e)CF 3s (f)OCF 3N (g)V7A (h)^fo, 
5 (j)SH; (k.)S('0) n R 12 , (1)NR 9 R 1( \ UoR lla s WCOR 11 , (o) 
COOR ] \ £fcte(p)CONR 9 R 10 £:».U 

R 19 ttCl~47M;K Cl~47;^^, '^vtf^W.*, CF 3> O 
CF 3S ->Ty,.^,fn N 7^s NH (C1~47W) , £fc«N (C 
l~4 7^;>) 2 £*;bU 
10 R 3 f2(i) l~'5i©R 16 iaotlft$tlTl^C5~l 0<?)^gtt>L< 

(ii) l~5fKDR 16 ^J:oTg^$tt-CV^^ 1 ~4fi©S*Ig(-? % 1 ~2jHI© 

u < i*-m?mmm*mt> u 

15 R 16 te, 

(a) C 1 — 8 T/V*;]s, 

(b) C 2~8 7/^^/K 

(c) C2-8 7/^/K 

20 (e)CF 3s 

(f) OCF 3N 

(g) ^7A 

(j)NR 9 R 10 , 
25 (k)OR n , 
(1) S H, 
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(m)S(0) n R 12 (fc*?U 7x^f«< 0 ) , 
(n)COR 11 , 
(o)COOR n , 
(p)CONR 9 R 10 , 
5 (q)NR 8 COR 11 , 
(r)NR 8 COOR u s 
(s)NR 8 CONR 9 R 10 N 
(t)C3~10«t)l<|j:Zi»i, 

(u) l~4{i(7)g*^ s l~2{@©^^fcj;t>V^^«l~2j@«^ 
10 I^^tt5 3~l 0M«f)L<l+21S» Ifcfi 

(v^n^VjfHK CF 3N OCF 3N =fo, N R 9 R 1 ° N OR 11 , 

= N-OR 1 \ SH, S(0) n R 1J \ COR 11 , COOR 11 , CONR 9 R' 
\ NR 8 COR x \ NR 8 COOR'\ NR 8 CONR 9 R 1 °, C3~'l0©' 

fcfcTU (1) XfcJ;W^^ N Yjoit^Z^g^^ U^ C R\ 
^oR^^R^itjt^, R 3 «l{@^n^VTE^$tLfc^^^;K 

o«=ho-eii*§nfc7ai^tt*t>$-f N (2) x, Y^sj:t5z^*m 
^■x? *> 5 , . u*5 ± xfmmxm+vft, r 3 « 1 ~ 5 i@<d r 1 6 k £ o rsm £ 

25 

2. X^*JW^ YtfSSJDK-^T&tU U*J:r5Z^3(SJSS^*/ttta 



382 



WO 02/053565 



PCT/JP01/H581 



6. -K (i) f % 



15 t?^$nsgR*«c 4~6^^T-fc^is*^f&ffli ^tem^-a^ 

7. -« (I) 4\ 5t 



20 T^^tlSS^^jjg^.^ ^^*fc{4^ili : -^^< t him^i- 





8 . R 1 & 
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I 

(i) 1 ~ 5{@<£R 1 4 Tg&£*LTV^^1> b< ii»(DC 1 ~ 8 T/^/K 

(ii) 1 -V.5^QR 14 Tfi#$tLTV^6^t> L< ^g^ c 2 ~ 8 

(iii) 1 ~ 5 m<D R 1 4 Tg^ cFtVCV^^t) L <■ te&ff |&<D C2~8 7;^ 

5 ;k : ' , 

t • 

(iv) N R 4 R 5 N 

t 

(v) OR 6 , 

(vi) l~5f|il(7)R' 15 Tg^$tLTV^^t3L<{iteg^ C 9 C 3_ 1 scoWm 
10 (vii) l~5 j@OR 15 T-S&£;ftTV^^ L< 1 ~ 4 fSoMOp: ! 

15a©¥It>U<llZIStiI R 14 &J;l>*R 15 telf^Qf5|ai 

15 

R 1 

r 2 0-0 

20 ^flb(D^m o 

i o. (i- i) ^ % ^ 
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0 ■ 

5 li. ( I - i ) f N 5£ 




£ tlZ It ttiZtl h 

10 

12. R^NR 4 R' 6 tii)9 N ^o(a)R 4 ^(i)7K^^Tfcl9x RWii) 
1 ~5^i(DR 17 -eg^$ttTV^^t L< teUffii&^C 1~1 5 7;^/K 
(iii) 1 ~ 5 fa<D R 1 7 $ HTV^ S^fcK tt^Hfllft© C 2 ~ 1 5 7 fV>r 

Gv) i ^ 5 bvr 1 7 x*mt&&nx^ l < n&M&v C 2 ^ 1 5 

15 T/I^-/K (v) l~5m(DR 18 XW&£frlX^&frt>L<ni®W®:<DC3~ 
1 5©J*«t>L<tt:i«5*&*at % *fctt(vi) l~5i@(Z)R 18 -r:-fim$^T 
V> 5 A»t> L < ftltil© 1 ~ 4 A©**!*-?-* 1 ~ 2 ttOlfeXJflt?*; «fc / 

i ~ 2 m<Dm,m.m**^-tz> 3 ~ 1 5 M^at^ l < n~m^Mm 
mxhz>$\ wan 

20 (b)R 4 ^(n) l^smtDR^xMWkZnx^^frhLKnmWi&oc i~i 

57;^/K (iii) l~5j@<2R 17 Tgm$;ftTV^^t>L<te$g&tf>C 2 
~1 5T/K5r-/K (iv) l~5{|il(DR 17 -eg^$tLTV^5^t)b<«*iE^ 
(PC 2-1 5 7Vl"*=/K 3-fctt(v-l)C 3~6<2^<2£^n^igiTfc9, 
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» 

R 5 ^(ii) l~5j@(DR 17 T'gm$^^TV^-5^^L<^iteg^(7)Cl~l 5 
• TAs^jfr (0) l~ 5i@OR 17 Tfi^^tLTV^^>bL< (j:IIt©C2~ 
1 5T/uSr=z.;K (iv) i ~ sm<DR 17 T'ft&S;ft,Tl>3j&>t> L< ItmUfeO 
C2~l 5 7M=/K-(v) l~5{@(DR 18 TS^$i^TV^§^t ) L<fi^ig 
5 ^C3-15^itL<(j:ZS^iI, (vi) 1 ~5i@©R 18 ff^ 

i • 

1 

t^/Sfcfi 1 ~2m<D%iMW^*'SG1rz> 3—1 SJIoltigltfc t< I4~H^ 
(S* % R' 17 feJ;tJ«R 18 mf*(7)f5Hi ir(^lCit*^^i-c ) T-fc 

10 7kfP#i 0 

1 3. ( 1 ) x*7jk£ti%4k&m^ ( 1 -ii) 




1 4. -Jte* (1 -H) ^ 
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i 5. "-Jfca; (I -ii) Pp s it 

©; 

i 1 

\ ■ 

16. R '^NR 4 R 5 "C&> V > ^o(a)R 4 ^(i)7k^JM-?Tfo!9, R 5 ^ (ii) 1 
1 -Stlc^R ^g^tlTV^/^ L< te^Sg^c 1- 1 5 
10 (iii) l ~5{@<2R 17 -r-gm£;ftTV^;^t, L< liliioc 2-1 5 7;^ 

-/K Ov) l~5f]©R 17 T-gm£;ftTV^^t>L<f;£tegm<9C 2-1 5 
T^dr^7K (v) 1^5^0R 18 -Cgi^$tLTV^^tL< te&Egi&COC 3- 
1 5(D^^ L<{i-^^*^, £fcmvi) l~5i@<9R 18 *IT 
V>5j5>%L< te$igm<D 1~4{@(DM^I1^^ l~2^(D^M^joJ:0/ 
15 4fc«l~2jg|«^m^^-a : t1-5 3-1 5M(D^tj L< (i-^^m 

(b)R 4 ^(ii) l-5l®©R 17 Tg*&£3xTl^o/^ t< amm^C 1-1 
5T;^/K (iii) l~5j@(DR 17 Tg^$^'rv>5^ 1 bL< «^g^<7)C 2 
-1 5 7/^-;K Gv) l~5j@<DR 17 T'g&£;frTl^/^ L< te&tttfc 
20 CDC 2-1 5 7;^=/K gfcte(v-l) C 3 - 6 ommfDmu^M^h «9 N 
R 5 ^ (ii) l~5ffi<DR 17 -Cgm£ftTV^;6>t> L<itmm^(DC 1-15 
T/^/K (iii) l~5f@<7}R 17 Tg&$nTV^^<kL< tt&E&OC 2- 
1 5 7/Hr=/K Gv) l-SffiOR^Tgm^TV^/^ t< {^g^cD 

C 2-1 5 7/l-^7K (v) l~5H(Z)R 18 -egm$tlTV^^t) t< «$g 
25 &<Z>C 3-1 5©Jg£fc b< n-m^mm. (vi) l-5<®CDR 18 -eg#l£ 
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5 

(l) 8- (3— Of-JVT^;) -2-p<^-3- (2-^^-4-^ 
-6, 7-^tKo-5H-^n^ [d] \?=7)fv 
[1, 5 -a] t°y $ 
10 (2) 8- (N-xf^-N-n-yW^y) - 2 - / h * %/* 5vV- 3 

- (2 -^5^-4-^ h^7i=/l/) -6, 7-i/t Kn-5H—>^. 1 
p^V* [d] t'yyp [1, 5 -a] fc°y$v?>\ 

(3) 8- (N-7°p hVl— N- (2-kKn^>xf;v) T^S) -'2-^ 
f-^-3- (2 -^^-4-^ h*i/7*-/\s) -6, 7-i^tKp-5 

15 H-i/ya-O* [d] fyyp [1, 5- a] t°!J v^y, 

(4) 9- (3 -^O-^/VT^ y) -2-^^-/V-3- (2-^^-4-^ 
^v-37^/l/j -5, 6, 7, 8-fh7tFn-t"7yn [3, 2-b] 

(5) 8- [ (2 S) -1, l-v^ b^r^^^^-2 — ( ] T^/-2 
20 -^f;v-3- (2-^f;l/-4-^ h^i/7x^;i/) -6, 

-5H->^P^^ [d] fc°7y*P [1, 5- a] 

(6) 8- (1, 3-v^ h^v-^n/^- r ^ / - 2 5vU- 
3- (2-y ^/ix-4-^ f^7x-/U) -6, 7 — fc Kn-5H-v' 

[d] M'yVu [1, 5- a] t'JJ^i^ 
25 (7) 8 -If* (2-yf3rv^^) 7^-2-^^-3- (2-^ 
Y^ y y^-;v) -6, 7-i?t Kd-5H-^p^ [d] 
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[l, 5 -a] \?V =• v?y, 
(8) 8- O-^O'^T^y) -2-^^;V-3- (2, 4-^nn7 
-6, 7-i?tKn-5H-^D^^ [d] t°7 N /n [l, 5 

-a] \?v$i?y, 

-6, Kd-5H-^p^^ [d] t°7 s /o [1, 5 

-a] t°y v^y, 

(10) 8- (N-^^-N-n-r/fvl'TS;/) - 2-^f^-3- (2, 
4-^pp7i^) -6, 7-^tKP-5H-^P^ [d] t° 

10 [1, 5- a] fc'y^v 5 ^ 

(11) 8 --^V^D^PtV^^^T^y- 2-^^-3- (2-^^yU- 

4- y h^v^^/V) -6, Kp-5H-^^d^ [d] t° 

I 

7y'n [i, 5- a] t°y 5 v>>\ 

(12) 8- (3-^yf^7 5/ ) -2-^ (2-^/W 
15 -4-^ f^rv-7^=/W) -6, 7-^tKa-5H-^P^ [d] 

t'7/P Cl, 5- a] t°y 

(13) 8- (3— <^?v^T^/) -2-^f-/W-3- (1, Z-i/Jr*"f<< 

5-^/V) -6, 7-;/t Ka-5H-y^P^y^ [d] fc'^y* 
n [1, 5-a] t°y v^y 
20 (14) 8- (3-^V^Z^y) -2-y^/V-3- (3, 4-^^^ 
y^=./U) -6, 7-v f tKP-5H-^P^>^ [d] t°7^P [1, 

5- a] t°P 

(15) 8- (3-^yW5/) -2-v/^p^^-3- (2-y^/I/- 
4-y h^r^7^=^) -6, 7-v ; tKP-5H-^P^ [d] t° 

25 7/p [1, 5-a] t°y 

(16) 8- (3-^^/VT^y) -2-^^-3- (2-y^-4-y 
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H->7x-;i/) -6, 7-^1; Ka-5H-i/,^o^y^ [d] 

(17) 8-,(,3-^^7VT^y) -2--f y7nt>-3- (2-^^vV- 
4-^ h^-v-^^-^) -6, 7-^tKn-5H-^n^ [d] k° 

5 7/0 ,[1, 5- a] t°U $ v?V N 

(18) ' 8- {2-^jV^J-)VT^J) -2-/^^-3- {2-*J-J\s-4 
-^h^v-7^-^) -6, 7-^tKn-5H-^n^ [d] ¥7 
s /n [1, 5 -a] t°y ^ 5» % 

(19) 8- (3— ^;>7^) -2-.^^V^^^-3- (2-^ 
10 yl--4 h^v'^^^/w) -6, 7-^k Ka-5H-^n^ [d] 

t°7^n : ['l, 5 -a] fcTj) Sv^. 

(20) 8- (3-^^7^X57) -2-^/1—3- (2, 4-^^:7 
^=/V) -6 % Kp-5H-^p^ [d] k7^o [l, 5 
-a] t°U 

15 (21) 8- (3-^W57) -2^7^-3- (2, 

-6, 7-i>kKD-5H-^P^ [d] [1, 5 

-a] fy^y, 

(22) 8-^0/^7^-2-^^-3- (2-/^-/^-4-^ 
i/7^^jV) -6, 7-i^tKD-5H-^n^y^ [d] t°7/P [1, 

20 5 -a] h°]) *i?l/ s 

(23) 8- (N-^f^-N-^D7'W^/) -2-^/1^-3- (2 
-^^v^-4-^ h*i/y^=-M -6, 7-v^kKn-5H-^n^ 
* [d] VyVn [1, 5- a] t°i)^^y N 

(24) 8 - (:/n 1 , 3-v^— 7l^-2-^yi-) 757-2-/f-;W 
25 3 - {2-*7-/V-4-t Y*cis7 ^—/V) -6, 7-i?t KP-5H-V 

[d] tf^/P [1, 5-a] t°])^v^ 
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(25) 8- O'^^y^/VT^y) -2- (2-7!);k) - 3- (2-^fvV 
-4-n'' s rV7i-;l') -6, Kn-5H-^n^ [d] 
\?yVu [1, 5 -a] t°y ^v>y N 

(26) 8- -2-7i^;V-3- (2-^^-4- 
5 / Y^r\yya.=^;V) -6, 7-7t Ko-5H-^p^ [d] \?7V° 

i 

p [1, 5 -a] t°y 

(27) 8^ (2-v^fyl/T^ /^/i.) 7?;-2-^f;V-3- (2-/- 
^-4-^ h^rv-^^-^) - 6, 7-v ? fc Kn - 5 H- is? n^y? [ d ] 
t°7^n [1, 5 -a] t°y *S^ N 

10 (28) 8- (N-p*^vU-N- ^ y ^;^) 7^/) -2- 

,*fvV-,3- (2 -^f-JV-A-y h^v^7ai-/U) -6, 
5H-^o^ [d] t°yy'p [1, 5- a] t° JJ 5; 

(29) 8 - .CN-^yU- N - ( 2 - v>/> fvUT 5 / ^^U) 7 5 J ) - 2 - 
yfvl^-3- (2-^f/l/-4-M :3 fv / 7i^) -6, 

15 5H-^o^ [d] t"7/o [1, 5 -a] fUv^y 

(30) 8- (4-^/5^75 7) -2-^^-3- (2-^^-4-^ 
h^v"?^— /U) -6, 7-^tKo-5H-^P^ [d] (f7/o 
[1, 5- a] M°V *i?y s 

(31) 8- (2-7'W^y) -2-^^-3- (2-y^-4-y b 
20 **y7aL=.jV) -6, 7-v^tKn-5H-^n^ [d] fy^/p [1, 

5 -a] t°D ^ v>>\ 

(32) 8- (N-7n t>-N - -7^ n 7n W f ^7 5 7 ) -2-^^/V 
-3- ( 2 5VU-4 -y b^v-?^-^) -6, 7-^tKo-5H- 
^d^^ [d] fc^/p [1, 5- a] W%*yy, 

25 (33) 8 - (3 ^yJ-jVT%J) -3- ;l/-4-^^77i- 

/l^) -6, 7-v i tKn-5H-^n^^ [d] fyVn [1, 5- a] 
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try 

(34) 8- [ (2R) - 1 f/V] T^7-2-^^ 

-3- (2-^^-4-^ h*is7^~/l>) -6, 7-v?k'Kn-5H- 
v^n^^* [d] t°yy*n [l, 5 -a] fy^v^ 
5 (35) 8- [ (2S) Y*:y~?*V-2-4}V\ T%;-2-*?-;y 

-3- {2-^^-)V-\-^Y^-yy^-;v) -6, 7-v^kKD-5H- 
i/txi^y? [d] t'yy'n [1, 5 -a] t°y^v^ 

(36) 8 - ^ P^y W ^ / - 2 - ^f 3 - ( 2 -y ^VV- 4 -y h 
^7*=^) -6, 7-v?t Kn-5H-^n^ [d] t'r/a [l, 

10 5 -a] t°y ^i» N 

(37) 8- (3-^W5/) -2-^^-3- (2, 4-^7^*D. 

-6, 7-^tKn-5H-^P^ [d] t°yy*P [l, 
5 - a ] t° y S v> ^ 

(38) 8 - ( 3 -^y^/i/T 5 7) - 2 - h y y 3 - ( 2 - y 
15 h^v^^/W) -6, 7-S?t Kn-5H-^P^[d] 

f7/D [1, 5- a] t°y ^v>^ 

(39) 8- (N-^^-N- (2-* h^-i/^f-M T^y) -2-y^vW 
-3- (2-y^vV-4 -y Y*ci/7^~;V) -6, 7-v>fcKn-5H- 
Wd^y? [d] t*7/P [1, 5-a] t°y$v^^ 

20 (40) 8-^n^v-/V7^y-2-^^/U-3- (2-ygvW4-y h 
*ci/-y^~/V) -6, 7-^t Kp-5H-^p^ [d] t'7/P [1, 

5-a] try v^y, 

(41) 8- (N-7*p^-N- (3 — T^y) -2-yfvU-3 
- (2-y^/l^-4-y Y*ri/7s.~;V) -6, 7 -i^t Kn- 5 H-i^ 

25 [d] t°y/p [1, 5-a] v^y 

(42) 8- ( 3 % J ) -2-y^/U- 3- (4-n^7x- 
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i 

JV) -6, 7-Vt.Kn-5H-^n^ i '[d] t°?y*P [l, 5 -a] 

(43) 8 - -2— T (4-^ 
Z^-yW) -6, 7-^t.KD-5H-^n^ [d] fy/o [l, 

5 5 -a] 

(44) 8 - t -^W5/-2-^f/I/-3- (2-^/V-4-t< 

-6, 7,-v J fc Kd- 5H-v^ [d] fy^a [1, 

5 -a] t°y 

(45) 8- (3— <^i-JVT^;) -3- (2, 4,.6-H^f^7x^) 
10 -6, 7-^'Kn-5H-^P^^ [d] t°7^/a [l, 5-a] t° 

(46) 8- (1 -v-^n^A-^/^) 757-2-^ "f-jV— 3 — (2-^ 
,1^-4 ->< b^yyaL^;U) -6, Kn-5H-i/^P^^ [d] 
M'yVxn [i, 5-a] fc°y$v>>\ 

15 (47) 8- (3-^f^7 5/) -2-^5vV-3- (2, 

4-7« b^i/^-yV) -6, 7-^tFn-5H-^P^ [d] t° 
7/n [l, 5-a] t°U ^v>>\ 

(48) 8- (3-^W$;) -2-^^-3- (2, 5-vM^A- 
4-p< h^v-;7^~^) -6, 7-^tKP-5H-^P^ [d] t° 

20 7^n [l, 5-a] t 1 !);^ 

(49) 8- (N— (2, 2, 2- h !) 7/W-n^fvl') -N-iXi>D^akVW 

-2-^^-3- (2-^^-4-^ F=3rv/7x^) 
-6, 7-^tKn-5H-^P^ [d] b°7 N /n [1, 5-a] t° 
y ^ v»\ 

25 (50) 8 - (2, 2, 2-M)7;^Dxf^)7^;-2-^f;i/-3-(2 
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* [d] t B 7 N /D [l, 5- a ] try*5?y, 

(51) 8- (3-^^75/) -3- (2, 4-;* h^v- 

7i-^) -6, 7-^tKn-5H-^D^ [d] f^/o [l, 
5 - a ] tT V 5 v 5 ^ 

i 

5 (52) 8- (3-^^/1/7^7) -3- (4, 6 - 2 b 

7*.=-)V) -6, 7-^kKn-5H-^u^^ [d] t^^/p [1, 
5 - a ] f U * v*^ % 

(53) 8- -2-^^-3- (2, 

Y**/? -6, Ko-5H-^p^^ [d] f 

10 7/n [l, 5 -a] try ^ 

(54) 8- (3— <-y^?VT^J) -2-/ 3 - (2, 
4-n^7i-^) -6, 7-^tKo-5H-^n^ [d] fc° 

[i, 5 -a] t°y Sv 5 ^ 

(55) 8- (3-^^^^^^-3-^r^) 7^7-2-^^-3- (2 
15 -7 -7 h^7x^ yi^) -6, 7-i?k Kn-5H-^n^y 

* [d] t°7^n [1, 5- a] kl v^y, 

(56) 8- -2-^f/U-3- (5-^nn-i, 3 
-^3riM 6 -^f/U) -6, 7-^tKP-5H-^P^ 

[d] k°7/P [1, 5 -a] fy^v?^ 
20 (57) 8- (N-.x^vl'-N — <>'^W7'5 /) -2- tfjV-Z- (2-/- 
^_4_^ ^y 7l -/^j __ 6f Ko-5H-^D^[d] 
f7^n [1, 5 -a] b°y 

(58) 8- (3-^yf/UT^/) -2-^f^-3- (2-^PD-4-h 

25 t°7^P [ 1 , 5 - a ] b°y 5: v 5 ^ 

(59) 8- (3-^f/U7^y) -2-^^-3- (2-^nn-4-^ 



394 



WO 02/053565 



PCT/JP01/11581 



h*i/7x.~M -6, 7-^tKn-5H-^D^ [d] b?7;/n 

[i, 5-a] ss?y N 

(60) 8- (n— o^/v-N- (2~/ r^y) 

)V- 3 - (2-^^-4-^ h^v-^^-yl/) -6, 7-5?tK?-5H 
5 -v^n-O^ [d] fyyo [l, 5-a] 

(61) 8- (3-^yW57) -2-^^-3- (2-y 
5-^7*^:7^-^) -6, 7-^tKn-5H-^o^^ [d] t° 
7/n [l, 5-a] t°y 

(62) =-)VT =f-)V- 3 - (2-^^-4-^ h^v^ 
10 oL^k) -6, 7-v?hKo-5H-^n^ [d] tf^n [l, 5 

-a] t°y 

(63) 8- (2-^^71-7^^^) 7^7-2-^^-3- (2-7^- 
4-7 h^v/ 7^-/1/) -6, 7-^kKP-SH-^D^y^ [d] t° 
7/n [l, 5-a] t c U ^y, 

15 (64) 8- {Z-fJ-JVy T X J — 2-t^jV- 3 - (2-^/^- 

4 -J h^->y^=^/U) -6, 7-^kKn-5H-^P^ [d] t° 
7^D [1, 5-a] t°y $v>>\ 

(65) 8- (4-7^:7^-^) 7 - 2-7^- 3 - 

4-/ h^-yy^.^/^) -6, KP-5H-^^n-<y^ [d] t° 

20 77'P [1, 5-a] t'y^v^ 

(66) 8- (N-^^^/I^-N-^ct tVWTS: 7) -2-^f-/U-3- (2- 
^f;l/-4-^^7i-^) -6, 7-^tKn-5H-^P^ 

[d] t'yy'D [1, 5-a] k°y=-^ N 

(67) 8- (N-^y^-N-^n tVl/T^ /) -2-/^^-3- (2- 
25 y h^yy^-M ~ 6, 7-^tKP-5H-^P^ 

[d] fyy'v [1, 5-a] tfy^v^ 
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(68) 8- (NV,N-v J ry/u7^y) -2-7^-3- (2-7^-4 

-7 -6, 7-i?kKn-5H-^n^ [d] 

[i, 5 -a] try 

(69) 8- -2-7^—3- (2-.*?yU-4— 

5 7 ^vVTT $ 7 7 31 -6, 7-i?t Fn-5H-y^a^ [d] t° 

[1, 5- a] t°V) $v?^ s 

(70) 8- (1 - 7x=;^n *>7 5 7) -2-75^-3- (2-y^/L- 
-4-7 h^v^a^/i/; -6, 7-^1; Kd-5H-^d^. [d] 
t7^/n [1, 5-a] t°y^v?^ 

10 (71) 8- (N- {-2-y zr.=.;V^/V) -N-^P fcrVl^T 5: 7) -2-75=- 
/U-3- ,(.'2-7 5M/-4-7 hdrv-^^^/p) -6, 7-ytFn-5H 
-v-7p-0-* [d] k'^/a [1, 5-a] t'U 5i?y 

(72) 8- (N- (3 -y^/K/p fc°/P) -N-/P t°/UTKJ) -2-7 
=f->V-Z- (2-^f;k-4-y f^7x^) -6, T-v'tRp-S 

15 H-^P-O-7 [d] t°7y'P [1, 5-a] 

(73) 8- (N- {A-y^=-;vy^/V) -N-^P tVPT ^ / ) -2-y^ 
/U-3- (2-^f;P-4-^ h^y7x=^) -6, 7—yt Kp-5H 
-i/?xi^$ [d] tyy'P [1, 5-a] t c y^v^ 

(74) 8- (1-^^^-2-7^/1^) T$y-2-y^-3- (2-7 
20 ^-4-7 h=3r^7^^7U)-6, Rp-5H-v-7 P^^[d] 

7p [ 1 , 5 - a ] fc° 1) 5: 

(75) 8- (1 -7^^- 3— <>^/P) 7 -2-7^-3- (2- 
7?vV- 4-7 -6, 7-^tKo-5H-^P^y^ 

[d] t°7 7~n [1, 5-a] fy^v^ 
25 (76) 8- (N- (4-^f;V7x^;l/) -N-/nf/l/7;y) -2~7^ 
fV-3- (2 -7^-4-7 h^-iy^^-yl/) -6, 7-v ! kKp-5H 
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-^n^{d] t°7yn [l, 5-a] ky*py s 
(77) 8- (to- (4-^f/k7i^) ^/V-N-^n M'JUTK J) -2 
-/J-;U-<3- (,2-*f-/U-4-^h*^7^-;l') -6, 7-i/fcFP 
-5H-^D^f[d] h'yyxn [l, 5-a] b'.lUv 5 ^ 
5 (78) 8- (N-'(3-^A-:7^~/U) -N-7°u tVl^T^ 7) - 

/W-3- (2-)<f/l'-4-n^7i^) -6, 7-v?tKn-5H 

t 

-v^p-O^ [d] t°?y*P [1, 5-a] h'U 

(79) 8- (N-.(4-^ h^rv^^/V) />fvU- N-^p tVl^T^y) - 

i 

2-* s f->v- 3- (2-^^;V-4-y ^t/7x^) -6, 7-v>fcK 
10 n-5H-.^o^ [d] t°yy'n [1, 5-a] t^^v 5 ^, 

(80) 8-:(N- (4-^nD7x-^) M° ;VT \ S) -2 

(2-y 4-^ h^rv-7^-7^) -6, 

-5H-^,D^y^ [d] t°7^t3 [1, 5-a] h°})*i?y s 

(81) 8- (N- (2-^^-/U-^^-7l^) -N-7°o tVl^T ? /) - 

15 /U-3- (2-^^-4-^ h^rv'y'^^/V) -6, 7-^tKa-5H 
--^P-<^ [d] t°7)/P [1, 5-a] t°y*i?> s 

(82) 8- o-^yw?;) -2-^^-3- (2-^W5y 
-4-^fvVfc°y v 5 ^- 5 — <JV) -6, 7-^tKP-5H-i/^D^y 
* [d] M'y^/u [l, 5-a] t'l^v^ 

20 (83) 8- ( (2 S) -1-^ h^>-3-7x-^-2-7°ntVl/) 757 
-2-^/V-3- (2 ^/U-4-^ Y*i/7*=.JU) -6, 7-v^t 
Kn-5H-^D^y^ [d] t°y N /P [1, 5-a] fc°y*v^ 

(84) 8- (N- (4 -J ^-)V^iry a^=-)V) ^ f;V-N-7 , P fcVl'T ^ 7) 
-2-^f^-3- (2-^ ^l—4-y h^iX^^^U) -6, 7-v^fc 

25 Kn — 5H — v"^ 7 v-^-l/p [d] fc°7^/p [1, 5-a] t°y^v^ 

(85) 8- (N, N-^^T^/) -2-^f^-3- (2-^^-4 
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-^f^>7i^) -6, 7-^kKn-5H-^n^ [d] t°y 
[l, 5 -a] t°y 

(86) 8- (N-^f^-N-Z^T^ 7) -2-^^-3- (2-^^ 

-6, 7-^tK0-5H-^o^ [d] 
5 t°7^n [1, 5 -a] k°y ^v>:/ v 

(87) 8- (N- {A-**??V7 ^~>V) /^-jU-N-y^/UT^y) -2- 
7^-3- (2-7^-4-7 h^rv-^^n^) -6, 7-^tKn- 
5H-^n^ [d] t°7^P [1, 5 -a] 

(88) 8- (N- (4-7^7ai^/^) ^/V-N- (2-7 f^-^c^/W) 
10 T^7) ^=.JV) -6, 

7-i^t Fo-5H-^n^ [d] t°^>/D [l, 5 - a] t°y 5 ' 

(89) 8- (N-v^n:/Pt 0 /l— N- (4 5vl^7cc^/^) 7 "frA/T ^ 7 ) 
-2-7^-3- (2-7^-4-7 h^^^^-yV) -6, 7-i^t 

15 Kd-5H-^p^ [d] t°^y~n [1, 5- a] h"U 

(90) 8- (N-v^nT'ntVMf-A—N- (4-^^^^^/H 
75/) -2-^^yU-3- (2-^/P-4-^^7x^) -6, 
7-^tFn-5H-^o^ [d] k°7/D [1, 5 -a] t° 0 ^ v> 
>\ 

20 (91) 8- (N, N-^ntV^^/) -2-^^-3- (2-^^/k- 
4-^ h^7i^) -6, 7-^tFn-5H-^D^ [d] t c 
[1, 5 -a] t°y 5 v>V N 

(92) 8- (N- U-^/l^^yW) ^^yv- N _ (g-^-yp) T ^ 
/) -2-^^-3- (2-p<^-4-y Y*i/7^~JV) -6, 7- 

25 i>tKn-5H-^P^ [d] M'y^/u [l, 5- a] tr J) 

(93) 8- (N-ypfcV^-N- (2-^^/1^) T^y) -2-^^-3 
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- (2-^f^-4-^ h^7x^;l/) -6, 7-i>tKo-5H-^' 
p-<^ [d] Xyz/v [1, 5 -a] t°y 

(94) 8- (5-/^/WT5:y) 3 - (2-^^-4-^ f' 
=3rV7 31=71^) - 6, Ko-5H-i/^D^y^ [d] t'y/n [l, 

5 5 - a ] t° "J ^ 

(95) 8- (N-->^ D^^^-N- (4-^^:7^:^) y^T^7) 
-2-^^-3- (2-/f-/U-4-/ h^->y^^M -6, 7-v>fc 
Kn-5H-^n-<y^ [d] t°yy*n [1, 5 -a] fc'y^v 5 ^ 

(96) 8- (N-^P^DtW^f^-N- (4-^Wt7x-^) > 

io -2-^^-3- (2-^/v-4-n^>7i-^) - 

6, 7-^tFD-5H-^n^ [d] fc 0 ?y*a Cl, 5-a] t° y 

(97) 8- (N— (4-7/^07x-;l') ^ ^/U-N-Zfn t°/V7 5: / ) - 
2-^^-3- (2-^^-4-;* h^r^y^-M -6, 7-v ? k> 

15 P-5H-^n^ [d] t°yy'n [l, 5-a] t o y?v^ 

(98) 8- (N-^n/f/V-N- (4-/f/U7x-^) ^ fiVT ^ / ) 

- 2 -y ^/U- 3 - (2 fvV-4 Y^r-yy -6, 7-i>t 
Kn-5H-^n^ [d] b'y^D [l, 5-a] fy^y, 

(99) 8- (N-^fvW-N- (4-^ ^W^^/l/) ^^VVTS;/) -2- 
20 ^f-^-3- (2-^^-4-^ h^v^cn^u) -6, 

5H-7^^ [ d ] t"7/o [1, 5-a] fy^v^ 

(100) 8- (N-7°p t°^-N- (4-Mi7;^n^Wx-^) ^ 
/^TS:/) -2-^^-3- (2-^^-4-^ Y^yy^jV) -6, 
7-^tKn-5H-^n^ [d] h'yy'v [1, 5-a] fcfy^ 

25 >\ 

(101) 8- (N-7°ntV^-N- (7f7tKn77y-2-'f/l') 
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i 

757) -2v/f;U-3- (2-7^-4-7 Y**y7=L~M -6, 
7-v i tK,g-5'H-y^D^ [d]'f7 ; /P'[l, 5- a] try $5? 

(102) 8- (N-y^/U-N- (2-^ h=3rvr^i^) 7 5.7) -2-7^ 
5 ;U-3- (2-7^-4-7 h^v^^^/l^) -6, 7-v j £Kp-5H 

-S^p^*" [d] M'y^n [l, 5- a] t°y5i^ N 

i 

(103) 8- (N-7°n tV^-N-C/^D^PtV^T^y) -2-7^-3 

- (2-/f;H4-^f^v'7i^) -6, 7 -i?t Kp- 5H-^ 
p.^* [d]' t 0 7^n [1, 5- a] t°y5v^ 

10 (104) 8- (N-^p7'f/Mf/l^N- (2-7 K^i^^) 757) 1 

- 2-^f-A— 3 - (2-7^-4-7^^:7^:^) -6, 7-v>t 
Kn- 5H->^ p^^ [d] t'y^P [1, 5-a] fK^^ 

(105) 8-' (4-^/^7 5 7) -2-7^A—3- (2-^pp-4- 

.(•■ 

* Y$--y7 ol=.jXs) -6, KP-5H-^P-<y^ [d] t°yy* 

15 n [1, 5-a] t°y 5.v^ 

(106) 8- (N-^D^Pk>/f;i/-N- ( 2 - ^ y /t<0 7 5:7) - 
2-7^-3- (2-^^-4-^ h*i/7^~M -6, 
p-5H-^p^ [d] [1, 5-a] t'U?^ 

(107) 8- (N- (2-7 h^v^fvp) — N— (2-^y^) 757) 
20 -2-7^^-3- (2-^f^-4-^^>7i-/k) -6, 7-v ? k 

Kp-5H-7^p-<7^ [d] t°7^P [1, 5-a] t°y5v^ 

(108) 8- (2-7Yy^75/) -2-7^-3- (2-^f^-4- 
7 h^rv-7^^/V) -6, Kn-5H-^n^ [d] 

P [1, 5-a] 5v^ 
25 (109) 8- (N-^ P7 a D t°^7^-N- (4-^f;V7x^) 7 ^ 
/KT57) -2-7^-3- (2-7^-4-7 h^^^^^U) -6, 



400 



WO 02/053565 



PCT/JP01/11581 



7-^tKP-5H-^D^ [d] t°yy*P [1, 5 -a] fc° ]) =; i> 

(110) 8- (N-7°p tVl^-N- (4- bU 7y^P^^y^^v'7^-^) ' 
y^T^y) -2-^^-3- (2-^^-4-^ hdr^7a-7W) 

5 -6, 7-v>fc Kp-SH-v^ P^^ [d] t°yy*P [1, 5- a] t° 

y =• ^ 

(111) 8- (N- (2-7^y^) -N-->y p^p tVU-y 5 y) - 
2 - y fvl/- 3 - (2-^dp-4-^ F^7i^;l/) -6, 
n-5H-^n-<y^ [d] t°7/p [1, 5- a] tfy^y, 

10 (112) 8- (N-7°p tVl^-N- (3-^f^7i=/V) yfv^T^y) - 
2-yfvv- 3- (2-^f^-4-^ f^y7x^) -6, 
n-5H-^a^ [d] fc°yy*P [1, 5- a] t°'J v7>, 

(113) 8- (N-yp tvv-N- (2 -y ^7^^^) ^ - 

2-y^/V-3- (2-^f^-4-^ f^>7i^) -6, 
15 n-5H-^n^ [d] t°^yp [1, 5-a] fc°y^v^ N 

(114) 8- ( 3 <yj-;vr 5 J ) - 2 - y 3 - (2-ypp-4- 
xf^fV7x-^) -6, 7-i/tKn-5H-^P^ [d] 

P [1, 5-a] t°y $ v>>\ 

(115) 8- (N-y^-N-^^v-71/T^y) -2-^^/V-3- (2- 
20 ^f/l/-4-n= 3 r-77x^) -6, 7— v^fc Ko-5H-'7^P^7^ 

[d] t°9y*p [i, 5-a] t-ys:^^ 

(116) 8- (N-y^-N- T$/) -2-^^-3 

- 4-^ h^c^y^=-/U) -6, 7-^tKP-5H-^ 
p-<^ [d] t°yy*P [1, 5-a] t'y^v 5 ^ 

25 (117) 8- (N-y-fvl-'-N- (4-^7°^) 7^/) - 2 - 7« fvU- 3 

- (2-^;k-4-^^y7x^) -6, 7-^fc KP-5H~i/y 
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[dj.y^^n [1, 5- a] t°y $^ N 
(118) 8.- 1({ ,(I>f-i/^ d^-N-7p kVUT£ y) -2-^^-3- 
(2-y?vV-4-y 'h^v^^^) -6, 7-^kKP-5H-^o 
-O-^ [d] t'yyu ii, 5-a] fcri)§S^ % 
5 (119) 8.— (Nr^y^Y^-N- (2-^^/1/7^1^) T^y) 
-2-^^-3- (2-y?vl— 4-y h^V7s^) -6, 
Kn-5H-^D^ [d] tyy'n ['1, 5-a] fy*S» % 2 

(120) 8- '(N-'^P tVl—N- (4-7/Ptn7^^) yfvKT^y) 

i 

-2-y?vU-3- (2-?vu-4-/ h$->7x.-;l>) -6, 7 
10 Ko-5H-^n^ [ d ] ^7^0 5-a] fUS^ 

(121) 8 - ' (N-^ n/n W f ;>-N- (4-7^tP7x=;k) y 
^7 5 7 ) -2-y^vk-3- (2-^ n P-4-y h*i/7^-jU) - 
6, 7-ytFP-5H-^P^ [d] tyy'o [1, 5-a] f]) 

^ \ 

15 (122) 8- (3-^^/UT^y) -2-y^-3- (3-^pp-5- 
h y 7;vjru y^vVt°JJ 2 --f/V) -6, 7-i/tKp-5H-^ 

n-<^ [d] hyyp [1, 5-a] t°JJ^v^ 2 

(123) 8- (N-y'f^-N-/p tVKTS: y) - 2 -y fvu- 3 - (2 - 
^^-4-^^i/ 7l -^ _ 6> 7-ytKP-5H-^P-<y^ 

20 [d] [l, 5-a] fc°y^v>>\ 

(124) 8- (N-y^n/P^lz-N- (4-7/^P7i-/k) y fvPT 
^ y ) - 2 - y <f-)V— 3 - (2-^PP-4-y h^y7x-;k) -6, 7 
-^kKP-5H-^P^ [d] t°7yp [1, 5-a] k°y$v^ 

(125) 8- (N-^ntVU-N- (2-7;^d7i^) y ^7 ^ J ) 
25 -2-y^-3- (2-y^-4-y Y**yy^-/V) -6, 7-^fc 

KP-5H-y^p^ [d] \?7V*v [1, 5-a] k°y^v^ 
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(126) 8- (N— 7°p fcW-N- (3-7Wd7i^) *^)VT^J) 
-2-^^-3- (2-^f^-4-^ h^^7j^) -6, 
Ko-5H-^.a^^ [d] [1, 5- a] t°D v^, 

(127) S-v^^p^p fcVM fvl'T 5: / - 2 - ^ 3 - (2-^oo 
5 - A- * Y$ri/7 -6, Ko-5H-V7P^ [d] 

\?yV°u [1, 5- a] fc°y 5 v^, 

(128) 8— (N-^V-N-T'otVVT^) -2-;^/V-3- (2- 

F%i/7x^) -6, Kn-5H-^nXy^ 
[d] t'yVn [1', 5-a] t'y^v^ 
10 (129) 8- (N-i^ D7*P tVM^/V-N-T'P hV^T ^ 7) -2-^ 
;i/-3-:('2-^an-4-^ hdrV7i-;v) -6, 7-i^kKn-5H 
-v^P^V^ [d] t°^/p [l, 5-a] k°!)v^ 

(130) 8--/N- (2-7*3-~/U) -N-7°p tVKT 5: J) -2-f?)V- 
3- (2-7oo-4-^ h^f^7x-;k) -6, 7-7tFn-5H-V 

15 ^p-<^ [d] t°yy'n [1, 5-a] 

(131) 8- (N-y^/U- N- (2-^^^^) T^7) - 2 -y 
/1/-3- (2-^Pn-4-y hdrV7^=;H -6, 7-^/tFn-5H 
-i/^P^y^ [d] t°^/p [1, 5-a] fU^v^ 

(132) 8- (N-V^ p:/p fcVM fvU-N- (4-7Mo7i^) ^ 
20 ^K7^/) -2-^^-71^-3- (2-^^-4-^ h^ri^^n/l/) - 

6, 7-^kKo-5H-^n^ [d] k°7 7'n [l, 5-a] t°y 
v77, 

(133) 8- (3-^yf;l/7^) -2-yfvV-3- (3, 

t°y v^-2— f/l') -6, 7-^tFo-5H-^D^ [d] t°y 
25 /o [1, 5-a] t°y ^i7^ s 

(134) 8- (N-7*f;I/-N-xf/l/7 5 7) - 2-^f;U- 3 - (2-^ 
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k°7/o [1, 5 -a] k'H^ 

(135) 8- (N-^D/DtVMf^-N- (4-MJ7/^D^f;V7 
^— yv) ^^T^y) - 3 - (2-^^-4-^ Y**S7 

5 -6, 7-^tFo-5H-^n^ [d] fc'yi/n [1, .5 

- a] try 5 v 5 ^, 

(136) 8- (N — O^V-N- (2-^W5;xf;l/) 75 /) — 
2-^^-3- (2-*?-/U-4-* h^7x=/U) -6, 
p-5H-^p^ [d] [1, 5- a] 2 

10 (137) 8- (N-^O-^-N- (2-i>^f;U7^yxf;i/) 7 5/) -. 
2-^^-3- (2-^dd-4-^ F^->7i=;U) -6, 
P-5H-^D^ [d] [l, 5 -a] tHv'y, 2 

(138) 8- (N- (2-^=/^) - 2 -/f-'/U~3 

- (2-^^-4-^ F^7i=;V) -6, Kd-5H-^ 
15 n^V* [d] fc B 7/D [1, 5-a] k'^v^ 

(139) 8- (N- (2-^=/W) -N-xf/P7^y) - 3 

- (2-^dd-4-^ h^ri/7xn;i,) -6, 7 - i^fc Ku - 5 H-i/f 
v^^f [d] [l, 5-a] fJJ^v^ 

(140) 8- (N, N-^7p J) -2-^^-3- (2-^pp 
20 -4-p< h*riy7^~JU) -6, 7 - v 5 fc Kp - 5 H- is? u^y? [d] 

t°^^n [l, 5-a] fc°y 

(141) 8- (N-7°Pf;V-N- (4-v'7/7x=/l/) ^f^7 5 7) - 
2-*7tP- 3- (2-^;V-4-^^7x^) -6, 
p-5H-^p^ [d] k°^/n [l, 5-a] fy^v^ 

25 (142) 8- (N-yPbVl— N- (3-7^tP7s=/I/) ^f^7>;) 
-2-/^-3- (2-^on-4-^ h^^7s^) -6, 
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Kn-5H-^n^ [d] t°7 N /p [1, 5-a] t°V *i>y. s 
(143) 8-v J 7°PfcVl^T5;y-2-^^;W-3- (2, 5-^no7x = 
)V) -6, 7-i?tFn-5H-^P^ [d] t°yi/p [l, 5-a]' 

5 (144) 8-v J 7 B nt°/WT5:y-2-p<5 L /l^-3- (2, 4-^dd7i= 
/I/) -6, 7-v?tKn-5H-^o^ [d] f^/p [l, 5-a] 

ey 

(145) 8-v ? 7 P ntV^T^y-2-^^-3- (4 -^f;l/7x^) - 
6, 7-i?kKo-5H-^0^ [d] [l, 5-a] t°y 

10 

(146) 8-^0^7-^7-2-^^-3- ( 3 f-JVy olz^jV) - 
6, 7-^kKo-5H-^n^ [d] fy/n [1, 5-a] t°p 

■> V V 

(147) 8-^o^75y-2->f;l/-3- (2-^^U7*^/V) - 
15 6, 7-i?kKn-5H-^P^ [d] t°y^D [1, 5-a] t°y 

* v 

✓ v s 

(148) 8- (N-7'n^-N- K^y* [d] 1, 3-^y7^~5 
— -f/l-) ^W$7) -2-^^-3- (2-^f;V-4-n^>7 

-6, 7-^kFn-5H-^0^ [d] t°7y*n [l, 5 

20 -a] try 

(149) 8- (N-Zfu tVU-N- [d] 1, 3-^77^-5 
— fA-) tf-fl'T^S) -2-^^-3- (2-^nP-4-n^7 

-6, 7-^kKo-5H-^c^ [d] \fy^Jn [ l , 5 

-a] try 

25 (150) 8 - (3 -^^^T^y) -2-^^-3- 

/P) -6, 7-i?kKo-5H-^P^ [d] t°7)/p [1, 5-a] 
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(151) 8- -2-/^^-3- (z-^j-jv?^- 

/U ) -6, 7-v>fc Ko-5H-^D^ [d] fy^D [1, 5-a] 

5 (152) 8^ (3 7 -<>^T5/) -2-^/^-3- (4-^f/V7xn 
-6, 7-^kKn-5H-^n^ td] t°yy*u [l, 5-a] 

I t 

(153) 8- .(3 ^WU) -2-^^-3- (2-^^^- 

4-^ h^y^/k) -6, 7-i;kFP-5H-^P^^ [d] tf 

10 7/n [1, 5-a] t°>J^v>>\ 

(154) 8- (N-'^vvl'-N-v^ o7"p fcVM ^VU7 5 /) -2-/-5 1 

(2 9vl^- 4 -pi h^ri^y^^ju) - 6, 7-v>t:Kn-5H 
-v^n-^* [d] fy^n [l, 5-a] t°!)v^ 

(155) 8- '(N-^^vvl— u 7° u M° ;V ;VT ^ J) -2~^=f- 
15 ^-3- (2-^od-4-^ h^rv^7x^) -6, 7 — k Kn-5H 

-v^n-<>^ [d] t77*P [1, 5-a] k o y$^>, 

(156) 8- (N-y^/U-N- 75/) -2-/5^-3 
- (2-/^/^-4-/ h^r^y^=^;V) -6, 7-^bKo-5H-^ 

[d] Vyy'u [1, 5-a] t°]J5>^ N 
20 (157) 8- (3-^>f;l/7 5;) - 2-^^;V-3- ( 2 -yfvU- 4- 
7/I/tP7x^) -6, 7-^tKo-5H->7o^ [d] t'7)/ 
n [l, 5-a] t°y 5 v>>\ 

(158) 8- (3-^W5;) _ 2-^/1,-3- (2, 
7^-/1^) -6, 7-^tFn-5H-^0^ [d] t^/o [1, 

25 5-a] \?y%w s 

(159) 8- (3-^W57) -2-y?vl/-3- (2, 4 -v^ h=¥ 
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I, 

i/7 3L=zjv). -6, ,7-i?K Kd- 5H-;^ p^X* [d] [l, 
5-a]"t° i !)'$v 5 >' v 

(160) 8-' (3-^yW5y) -2-7^-3- (2-57;^D-4 
-^f/l/7x=;U) -6, 7-^Kn-5H-^o^ [d] fc'yy* 

5 D [1,'5-al l^H v 5 V, 

(161) 8- (N-^yV-N- (2-7^^/1/) T5 7) -2-7 57U—3 

i 

- (2-^np-4-^^7i^;V) -6, Ko-5H-^ 
d^V* [d] fc°7,yn [1, 5- a] t^v^ 

(162) 8- (3-^-2-7*^7 57) - 2-7^/1'- 3 - (2-7 
10 ^-4-7 -6, 7 — i^fc Kn-5H-^n^ [d] 

fc'y^n 5 -a] k°y 

(163) 8- (1 -v-^ P^=3rV/^^T5: 7) -2-7^-3- (2- 
7fvl'-4-7'h=¥;7:7 ; r:^) -6, 7-v>kKn-5H-^P^ 

[d] f^o Ci, 5 -a] t°y v^y, 

15 (164) 8- (2-^yfvWT^ 7) -2-7^-3- (2-7^—4- 
^ FJri/7ii^) -6, 7-^tFn-5H-^n^y^ [d] M'yV 

u [i, 5 -a] t°y 

(165) 8- (2-^7 s ^7 5y) -2-7^-3- (2-7^A— 4- 
n^^x-zH -6, 7-^tFn-5H-^o^^ [d] fyy 

20 n [l, 5-a] t°U ^ 

(166) 8- (1 -7 h^ff- 2 -/d fcVl'T 5 7 ) -2-7^-3- (2 
-/f/P-4-^^77i^) -6, 7-v>t Kn- 5H-v^ xi*<ls 
* [d] k^yn [1, 5-a] t'P 

(167) 8- (2-;t7^WT5 7) -2-7^-3- (2-7^-4- 
25 ^ F^77x^) -6, 7-v ! tKP-5H-v'7P^y^ [d] t'yy* 

n [l, 5-a] t°y 
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(168) 8- (1, 2, 3, 4-rh7tKnt7^l/y-l-/f^) 7 5/ 
- 3 - (2-^f^-4-^ b^>7i=/P) -6, 7-v>t 
Ko-5H-^p^ [d] \i°y-Jv [l, 5-a] fy^v^ 

(169) 8- ((IS, 2S, 3S, 5R)-2, 6, 6 - h ]) * ^vUtf i/t 
5 p [3. 1. 1] -3-^y^) T ^ / — 2 — / f-fU— 3 — (2-^^/U- 

-4-n^>7i-;V) -6, 7-^kFn-5H-^a^ [d] 
t'^y'D [1, 5-a] t°y 

(170) 8- (3-^>W-;y) -2-^^-3- (2-p<^-4- 
^nn^^/i/) -6, 7-v>t Kn- 5H-^ [d] ^7/0 

10 [1, 5-a] t°y 

(171) 8- (3-^yf;l/7^) -2-^5^-3- (2, ; 
^1=^) -6, 7-^tKP-5H-^P^ [d] [l, ' 
5-a] lf5 

(172) 8- (3-^W$y) -2-^^-3- (2-p< h^rv-^zc 
15 ~/W) -6, 7-5?kKn-5'H-^D^ [d] M'y^/u [l, 5- 

a] tfy *i?y > 

(173) 8- (N-^^-N- (4-tKD^/f;l/) TKS) 

(2-*^/U-4-t Y**/7^—A,) -6, 7-v ? tKn-5 
H-Wn^? [d] t°y^P [1, 5-a] tfJJSS^ 
20 (174) 8- (3 -^^^/UT^y) -2-^^-3- (2-^h^v'-5 
--^V/n \?;V7 ol=l;v) -6, 7 -S?fc Kn - 5 YL-i/fi v<y$ [d] 

t°7>/p [i, 5-a] try 

(175) 8- (3-^^^/UT^y) -2-^^-3- ( 2 h^f- 5 
-7;l^to7i=;V) -6, 7-^tKo-5H-^n^ [d] t°7 

25 [1, 5-a] t°y ^ v>>\ 

(176) 8- (N-y^^-N- (4-7;^07tz^) ^/PT^/) - 

408 



WO 02/(153565 PCT/JP01 /] 1 581 

!, 

i 

2-^^-3- • .(2-^pd-5-/. h^F-5<73t5i/V) -6, 7-v>tK 
p- 5 Cd] t°7 N /n [1, 5- a] t'y^v^ 

(177) 8.- 1 (3-^fA/75y) -2-^^;V-3- (2-7 < h= 3 rV-5 

5 p [1/ 5-aj t°y * ' ' 

(178) 8- (N-^o^nWf^-N- (4- MJ y^n^^-fVy 

t 

x-;v) -2-^^-3- (2-^pp-5-t< 

i^^) -6, 7-v^k Kn-5H-^n^y^ [d] t'^n [l, 5 

i 

- a ] t° y $ ' 

10 (179) 8- (S'^W?;) -2-^^-3- (2-^^-4- 
9 S7 S 7 X—JV) -6, 7-^tKo-5H-r^B^ [d] t°7 x /n 
[1, 5 -a] fU^.v^ 

(180) 8 — ( >(N — 7°p tVV— N — (2-;* h^S^^AO T ^ / ) -2-^ 
^/W-3- (2-^pp-5-^ Y^\yy^=^;V) -6, 7-v J tKP-5 

15 H-i/?T2s<y& [d] k^^P [1, 5- a] try§S^ % 

(181) 8- (N-^fv^-N- (4-^^/V^7*n^) p^UT^/) 

- 2 -p* ^VU- 3 - (2-^DO-4-M^7x=;l') -6, 7-S?fc 
Kn-5H-^P^ [d] t°7^P [1, 5-a] tlv^ 

(182) 8- (3-^W^7) -2-^^-3- (4 — f^-iV^-Hry 
20 ^=-;V) -6, 7-^tKn-5H-^0^ [d] [l, 5 

-a] t°y 5^ 

(183) 8- (3-^W5y) -2-^^-3- (4-v^^vKT^ 
/7i^) -6, 7-v?kKp-5H-^n^ [d] \fy^u [l, 

5-a] try ^y, 

25 (184) 8- (3-^yf/^7 5; y ) -2-^^-3- (2-^pp-4- 
^f;l/ft7x=^) -6, 7-^tKn-5H-^P^ [d] 
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y*n [i, 5 -a] try 

t 

(185) 8- (N- (2-^ h^rv'^^/u) — N— 

-2-^^-3- (2-^OD-4-n^7i-;l/) -6, 7-i?t, 
Fo-5H-^n^ [d] t'yy'p [1, 5- a] fy^v^ 
5 (186) 8- (N-:/n fcVV-N- ( 5 tvI^ 7 ^- 2 -^A-) ^ 3vV7 
5:/) - 2 — 3 - (2-^ h ^-/U) -6, 7 

-i?tKo-5H-^0^ [d] fr/o [1, 5 -a] fcTPSS^ 

(187) 8- (N-^y^-N-^^ n/n tVl/75 7) - 2 3 
- (2-^nn-4-^ f^f^i^l/) -6, 7-^kKo-5H-^ 

10 [d] t°7i/p [1, 5 -a] t'D^v?^ 

(188) 8- (N-v^^D7°nt°/M^-N- (2-^f^rv'^^) 7 5. 
/) -2-^^-3- (2-^oo-4-^>^V7x^) -6, 7- 
^tF0-5H-^n^ [d] t°yy*u [l, 5-a] try.$S?>\ 

(189) 8- (3 -^^^;VT5: 7) -2-y^/V-3- (2-^np-4- 
15 7*xn*:7 3L=.;l>) -6, Kd-5H-^o^ [d] fyVn 

[1, 5-a] t°y 5i?^ s 

(190) 8- -2-y^/V- 3- (2, 

-4 KV7j -)V) -6, 7-^tFn-5H-^D^ [d] 

t°7yo [i, 5-a] try 

20 (191) 8-v ? y^VT5/-2-y^-/W- 3- (2-^no-4-^^> 
^-/l') -6, 7-i?tFD-5H-^D^ [d] fyVn [1, 
5-a] t°y 5^^, 

(192) 8 -If* (2-^h^^^/V) 7^y-2-^f;V-3- (2-^ 
n p - 4 h=3rv-7oi^/U) -6, 7-i?fc Kn-5H-^o^[d] 

25 t'7^D [i, 5-a] try 5??^ 

(193) 8- (N-xfyl/-N-^ P^n WW 5 ;) -2-^TVV- 
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-3- (2-^cp-4-^K->7x^) -6, Knr 5H- 

i/?z^<y? [d] t°7 s /o [l, 5-a] t°y$;^ N 

(194) 8- (N-i/^ dt°p tVl^-N- (4-i/T / 7 tf-JVTx' 
/) - 2-*=f-)V- 3 - (2-^do-4-^ fdf-v-y^^/U) -6, 7- 

5 v^tFn-5H-^n^ [d] f^n [l, 5-a] fc-JJ^X 

(195) 8- (N-^oyn Wf^-N- (4->7;7x^) ^ 
^TS:/) -2-^^-3- (2-^pp-4-^ Y**yy *.=.)\s) -6, 
T-v^kKo-SH-^o^ [d] ti'^y'p [1, 5-a] t°V%i? 

10 (196) 8- (N-7Y^-N-^n7*D tVM ?v^T ^ /) 

-3- (2-^ n p-4 f^v'7x-;l') -6, Kn~5H- 
[d] [1, 5-a] t°y$v^ 

(197) 8- ( 3 — ^ / ) -2-^^-3- (2-^n-4- 
b^v^/l^tf;— /W:7:n=^) -6, KP-5H->7o^[d] 

15 t°^y'n [1, 5-a] t°]J^v^ 

(198) 8- (N-^ntVl— N- (2-7^tP7x^) t^)VT%J) 
- 2-^^/U- 3 - (2-^on-4-^ f^r^x^) -6, 7-v^fc 
Fd-5H-^ w<y? [d] f7/o [1, 5-a] tfy^v 5 :/, 

(199) 8- (N-7*n tVl^-N- ( 5 f/Vj-Jry >- 2 ^f- 
20 ;VT*y) -2-^^-3- (2-ynn-4-y hdrv-:7^^) -6, 

T-v'tKo-SH-^D^ [d] tfyVo [1, 5-a] fy^v* 
>\ 

(200) 8 - (N-ynfcVl^-N- (f-^-^ai^- 3— T/W) *fyU7%/) 
-2-^^-3- (2-^DD-4-n^7i^) -6, 7-v^t 

25 Kn-5H-^n^ [d] t"7/o [1, 5-a] t°iUv>>\ 

(201) 8- (N-^f-^-N-yatVUT^y) 3- (2- 
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$ p p-4-pj' f $;i/7 ^=.;V) -6, Kd-5H-^o^ 
[d] t°7^P [1, 5-a] t°y*i?y^ 

(202) 8- (3 'f^/lsT^y) -2-^^-3- (2-^pp-4~ 

-6, Kn-,5H-v^ v^y? [d] t c 

5 7^B [1, 5ra] K°V 

(203) 8- (3-^fvW^ 7) -2-^^-3- (2-^nn-4- 
(N-^^Vl^/W^E-xf^) 7s=;l/) -6, 7-^tKP-5H-^D 

[d]' f7Vo [1, 5-a] t'JJ^v^ 

t 

(204) 8- (3— -2-^^-3- (2-^0-4- 

10 (N, N-i^/^/U^/W^^f/V) ^^-yi,) _6, Ko-5H- ' 

is? n^^>? [ d ] t°7 J/ D [ 1 , 5 - a ] t° y ^ v>>\ 

(205) 8- (N-^5vU-N- (4-7/^071^) ^W5 7) - 
2-^^-3- (2-^PD-4-^ h^^/7i^) -6, 7-7tK 
p- 5H-v^ p^>^ [d] t°y^n [l, 5-a] t°V 

15 (206) 8 - (3 -^yj-jVT^ J) -2-^^-3- (2-^nP-4, 
6-i?t Y*%syaL~A') -6, 7-^tFn-5H-^n^ [d] 

t'7/n ci, 5-a] try 

(207) 8 - (3-^^^T^y) -2-^fvk-3- (2-*nn-4- 
75 7 71^) -6, 7-v f tKP-5H-^P^ [d] k'^^P 

20 [l, 5-a] try ^v>>\ 

(208) 8 - (Z-s<y3-JV7% J) -2-^^-3- (2-^pp-4- 
^f;V7^7i^) -6, 7-v?t Kn-5H-i/^P^^ [d] t° 

r/p [i, 5-a] t°y 

(209) 8- (3— ty^/lsT^;) -2-^5^-3- (2-*/l^^-4 
25 h^^7i=;l/) -6, 7-^kKn-5H-^P^ [d] b°7 

y'n [1, 5-a] k 0 !) 5: v>>\ 
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(210) 8- (3 -^yf-W^J) -2-/^-3- (2-Z/TS-4- 
^ Y*i>y^~^}V) -6, 7-v 1 kKD-5H-vi'D^ [d] M'yV 
B [1,. .5'— a].. t°]J '5 

(211) 8- (3-Xy?-;U7^J) -2-/^^-3- (2-^^-4- 
5 * Y*ci/7 -6, 7-i/kFn-5H-^n^ [d] t°7^ 

p [1, 5- a] t°!) 

i 

(212) 8'- -3- (2-^dd-4-^^>7i 
=/V0 -6, 7-v?tKP-5H-^n^ [d] t^^n [l, 5- 

a] try ^v 5 ^ 

10 (213) 8- (N, N-v?/d fcVKT^/) -3 - (2-^nn-4-^h^r 
i^7i=^) -6, 7-^tKn-5H-^n^ [d] k'y/o [l, 
5 -a] t°y $ v>> N 

(214) 8->(3-^yW5/) -2-^^-3- ( 2 1> =*ri/#/U 
7j?-;i.-4-^ hdrv-^^-zU') -6, 7 - i? t K n - 5 H- v 7 ^ o ^ >^ 

15 [d] t'yy'p El, 5-a] bf3J5^^ 

(215) 8- (N-V^ ta^P tf/U-N- (2-7/^n7i^l/) *f-jVT 
*/) -2- *^-)V-3- {2-Wu-A-t Y^-isy^-M -6, 7 
-v?hr Fn-5H-V7o^ [d] tf?y*P [1, 5-a] fc°y$v>:x N 

(216) 8- (N-V^ a7 p P fcVV^fvW-N- (2-7;l/tn7a^) ^ 
20 -2-^^-3- (2-7dp-4-^ F^>7x-/V) - 

6, 7-i?tKn-5H-^n^ [d] f7/D [1, 5-a] M°V 

~N V N 

(217) 8- (N-V^ V/vt'/Vt^/U-N-yuV/UT^/) -3- (2 

h^r->7^-^) -6, 7-^kKD-5H-'^P^ 
25 * [d] k7ya [1, 5-a] bfy*v^ N 

(218) 8- (N-/D bf/V-N- (4-^f;l/7i^) /-f-jVT^J) ~ 
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3- (2-^dp-4-> h^>7x-;W) -6, 7— £?fc Kn-5H-i" 
fn^y* [d] t°7y ? P [1, 5-a] t°!)$v^ 

(219) 8- (N— *<lsi?/U- N-v-^ p:/p fcVM ^vU7 5 / ) -3- (2, 
-^on-4-^^v'7x^) -6, Ka-5H-y^D^y 

5 * [d] fc°y^P [1, 5-a] hry*^ x 

(220) 8 - (N-^o^nWfyV-N- (4-^^7^^/U) ^ 
^7^7) - 3- (2-^oo-4-^ 31=^) -6, 7 — S?fc K 
d-5H-^d^ [d] f^'P [1, 5-a] I^JJ 

(221) 8- (N-ya fcT/U-N- (4-7^P^a-^) ^f/P7$/) 
10 -3- (2-^pd-4-t< h^v-7^^^) -6, 7_^tKo-5H- 

i/fu-Ofi [d] t°7^D [1, 5-a] t'Hv'y, 

(222) 8 - ^i/^ d 7°n f ;V7 5 7-3- (2-^pp-4-^ ' 
^>7^-^) -6, 7-i?tKn-5H-^n^ [d] t*7 70 [1, 
5-a] t°y 5^ 

15 (223) 8 - (N-^P7°PtW-N- ( 4 ^vV7 t^jVT 5 

7) -3- (2-^PP-4-7f^i/7i-/l') -6, 7-v?t Kn-5 
H-S^n^* [d] t°7 N /n [1, 5-a] f]J 

(224) 8 - (N-^nyPtVMf/k-N- ( 4 - V ]) * =f>V~7 

^f;l/7^;) -3- (2-^ p D-4-7 hdr>>7^-/v) -6, 
20 7-v?tKo-5H-^P^ [d] k'r/P [1, 5-a] tl^v? 

(225) 8- (3 -^f;U7$y) -3- (2-^ao-4-^ F^7s 
=A0 -6, 7-v^t Kp-5H-^p^ [d] t°^y'P [1, 5- 

a] k°yv^ 

25 (226) 8- (N-^q/nW^lz-N- (4-7;^n7x-^) ^ 
J-frTxJ) -3- (2-7PP-4-^Hi/7i-;V) -6, 7 -i?K 
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Kd-5H-^d^ [d] t°7 N /o [l, 5 -a] t°y 5;v^ N 
(227) 8 - ( 3 -^Vfvl'T 5; J ) - 2 - /■ <f)V- 3 - ( 2 - ( 1 - / 
-l-fcKo^xf;v) -4-^ h^f^7x^;i/) -6, 
5H-^p^ [d] b^/n [1, 5-a] b'D^v 5 ^ 
5 (228) 8 - (N-7°o tVU-N- (4- h ]) 7^tn^f ;^v'7x^/^ 
^^T$/) -2-^5^-3- (2-^dd-4-^ f^7i^) 
-6, 7-^tKo-5H-^D^ [d] t°^/n [1, 5- a] t° 
y ^ . 

(229) 8 - (3 -^vvU-T? /) -2-^f/l/-3-.(2-^nn-4- 
10 ^ b^^^^-^) -6, 7-^kFP-5H-^n^ [d] t°7V* 

n [i, 5-a] try 

(230) 8 - (S-^V^yUT§/) -2-^^-3- (2-^f^v^-4 
-^/Hfy ^-5-^/0-6, 7-v>t Fo-5H-^n^[d] 
t°7y'p [l, 5-a] try ^v 5 ^, 

15 (231) 8- (N-^-N-^n^P Wf^75/) -3- (2- 
^pd-4-^^7i^) -6, 7-^tF'n-5H-^P^ 

[d] [i, 5-a] try^i?^ 

(232) 8 - (N-^n f A--N- (4-^Wx^) ^^VKT^/) - 
2-/^/V— 3 - (2-^00-4-^^^71^) -6, K 

20 o-5H-^7C^i/^ [d] t'7^c [1, 5-a] t°y^v>>\ 

(233) 8 - (N-7°ntVU-N- (4-i/7;7j^) ^^WT^y) - 
2-^^-3- (2-^nD-4-n^>7i^) -6, 7-^tK 
p-5H-^dX^ [d] t°yi/n [1, 5-a] fc°y^i^ N 

(234) 8 - (N-v^o^ntVM^-N-^/Kr?/) -2-^^V 
25 -3- (2-^dd-4-^K-77i^) -6, 7-S?fcKn-5H- 

v^D'O* [d] t^/P [1, 5-a] t°y$-^^ N 
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(235) 8 - (N-r^^-N-n-^^/UT^y) 



-3- (2^f/l'-4-kKn^v'7x^) -6, 7-v?kKn-5H 



(236) 8- (N-^/^-N-n-^/VT^y) 
5 -3- (2-/^-/U-4-/ Y*i/7 3.^n>) -6, 7-i^k Kn-5H- 



(237) 8- (N-^DtVU-N- 7$/) - 

2-^^-3- (2 -y h^7i^;>) -6, 7-^kF 



10 (238) 8 - (N.-xf^-N-n-yWi;) -2-kKo^WU 
tJ-jV— 9 1- (2-^/^-4 1> >>7i.=7V) -6, 
5H-^n^ [d] t°^i/D [l, 5- a] fy^v 5 ^ 

(239) 8 - [ (2S) -1-t Ko^W^7*^y-2-^;U] 7 5;/- 
2-^^-3- (2-y^/V— 4-^ h^^i^) -6, 

15 p-5H-^o^ [d] t°^yp [l, 5-a] tfy^v^ 

(240) 8- [ (1 S) -l-v'7//ot>r>/] _2-^^-3- ( 2 
-^f;I/-4-^ h^i/7x^) -6, 7-^kKn-5H-^o^y 

9 [d] [i, 5- a ] try*^^ 

(241) 8- (N-^fvWN-n-r/^T^/) - 2-^7^-3- (2 
20 -^f/l'-4-^^7x^) -6, 7-'7kKn-5H-^D^ 

* [d] k°7/o [1, 5-a] t°y^v^ 

(242) l-v-Ty-2-^^-8- (Z-^V^jVT % /) -3- (2- 

f^i/7i=;W) -6, 7-7k Kn-5H-^n^ 
[d] t°PP [1, 2-a] t°y 
25 (243) l-i/7y-2-^f;U-8-^7 P nf/V7^-3- 

-4-^ b^v^j^/t-O -6, 7-7kKn-5H-^D^ [d] 



-i/^o^i/^ [a] .k'7yn [l, 5-a] tT!J$i?V % 




D-5H-^n^ [d] ky^P [1, 5-a] t'JJ*^ 
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t°p p [i , 2- a] try ^ v 5 ^ 

(244) 2, 3-^^-4-7^-1- (2-^^-4-;* K=¥'>7 
i^/U) -6, 7-i?tKo-5H-^D^ [ e ] k'co [2, 3-' 

b] try ^ 

5 (245) 2, 3 -v 5 ^f-^-4-^^-y^^7^^/UT^y-l- (2-^^ 
- 4-y h^rv^^-^) -6, 7-^kKP-5H-^P^ [e] 
t°DP [2, 3-b] t'y^ 

(246) 2, 3-v J y^-7U-4-7 c PtV^T^y-l- ( 2 - 4 - 
f^r^^rc^/l/) -6, 7-i?K Ko-5H-^d^ [e] t°P n [2, 

10 3-b] k"y^ 

(247) 2, 3 -i?^^/U-4- (N-xf;^;l/jjf^i/-N-ynt>7^ 
J) -1- (2-^^-4-^ h^V^zc^/V) -6, 7-v?tKc-5 
H-v-^P-S^^ [e] t°PP [2, 3-b] t^v^ 

(248) 2, 3 -v J ^^-7l/-4-v J 7 P P tV^T^ / - 1 - (2-^^-4 - 
15 y h=3r->7ai-7U) -6, 7— 5?fc Kp- 5H-^n^ [e] t°P D 

[2, 3-b] t°Vi», 

(249) 8- (4-^y^T^y) -3- (2, 6-^f;H4-^K 
^71-^) -6, 7-^tKn-5H-^D^ [d] fc°7/P [1, 
5 - a ] t° V 5 v?^ N 

20 (250) S-v^PfA-T^Z-S- (2, 6-^f/l/-4-^ Ri^7i 
-A) -6, T-v't Ko-5H-^0-<y^ [d] [l, 5- 

a] t°y ^y, 

(251) 8- (N-v^P7°Pfc°/Mfvl— N-T'p tVKT^y) -3- (2, 
e-v^^/U-4-y h^^73in/l/) -6, 7-v>t Kp- 5H-^ p 

25 [d] t°y^P [1, 5- a] t'y^v^ 

(252) 8 - (N-^V-N-^tiyp tVl^y f-/WT 5: / ) - 3- (2, 
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['d]^7^n [l, 5- a] 

(253) 8 - , (N -^d/o t°/M ^vV- N - ( 4 - 31 := ^ ^) 
T^y) -3- (2, 6— ^^vU-4-^ -6, 7-v? 

5 tKo-'5H-^D^ [d] tWnn[l, 5 -a] t°U5v?^ N 

(254) ' 8- (N-yntVU- N- (4-7^tn7x=;I/^f;l/) T^7) 
-3- (2, 6-^^-4-^ h^^7i^) -6, 7-i/tFn- 

. 5H-^^y? [d] ty^/p [1, 5- a] t'Pr^y, 

i 

(255) 8-^>o,7"p t'/M ^V^T ^ y - 3 - (2, 6-^fvU-4- 
10 ^f^7i^U).-6, 7-^th*P-5H-^n^ [d] 

0 [1, 5 - a} t°y 

(256) 8- (N-7"f ;U-N-i/^ n/n hVM f ^75 7) -3- (2, 
6 -v^ -6, 7-v 5 t Kp-5H-v-^d 
*<V5> [d] i^r/o [1, 5- a] t°y*^ N 

15 (257) 8 - (N-^nynk'-Wf^-N- (4-7^n7i=^) ^ 
-3- (2, 6-v^^Vk-4-p< h^i^^/V) -6, 7 
-^tKn-5H-^P^ [d] k^y'n [1, 5 -a] t°V 5^ 
(258) 2, 3-v^ (N-xf^-N-^yW5/) -1- (2 

-^^-4-^^7i^) -6, Kn-5H-^n-<y 

20 * [e] t°nn [2, 3-b] JJ S?^6>atftL«»*©ttlB 1 fcfB*© 

1 8 . ik&mK 

(1) 8- (3-^^7 5/ ) -2-^^-3- (2-^^-4-^ 
25 h^^7^=yi^) -5, [ 3> 4 _ d ] t^^p [ lf 

5 -a] try 
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(2) 9- (Z-Xy?Jl<T%;) -6-^^-5- (2-^f-^-4-^ 
h^yi7^;u) -2, [3, 2-d] M'yV'n [l, 
5 -a] ¥V $v?^, 

(3) 8- -2-^^-3- (2-^^-4-^ 
5 h^v^zcrvuj -5, 7 - 5? t K P - 7 P [ 3 , 4-d] t'r/n [l, 

5- a] b°y 5v^, 

i 

(4) 9 ^ (3-^^/WT^y) -6-7^^-5- (2-^f-/V-4-^ 
hWssA') -2, '3-S?kKo-7n [3, 2-d] t°yy~n [l, 
5 -a] t°y ■ 

10 (5) 9- (3^WU) -6-^^-5- (2-^^-4-^ 
b^v-7ic^/U) -2, 3-^fc Kn-fc°PD [3, 2-d] t°7 N /P [1, 

5 -a] t°y ^y, 

(6) hT/UT5 7- 2-^^-3- (2-^^-4-^h^ 
i/^-^) -5, 7-J?tKn-7o [3, 4-d] ^7^0 [1, 5- 

15 a] t°y ^^y, 

(7) 8- [ (2 S) - 1, 1 -it* h*is7#y-2-' <M 7^-2- 
^f;W3- (2 -*7-A'—4—? Y^riyy -5, 7 — Fp- 

yxj [3, 4-d] t°7^p [i, 5- a] trjj$$^ % 

(8) 8- (1, 3-^F^>7°o^-2-^;V) T5;-2-^^- 
20 3- (2-^^-4-^^7i=^) -5, 7-i?kKo-7o [3, 

4-d] t°7^o [1, 5 -a] k'H^ 

(9) 8 -If* (2-^ f^xf;l/) 7$/-2-.^f^-3- (2-^^ 
;V-4-^ h^7i^/V) -5, 7-5?fcKo-7n [3, 4-d] k°7 

y*p [i, 5-a] ey 

25 (10) (5RS) -8 - (3-^W^y) -2, 5-^^-3- (2 
-/f^-4-^h^7i^) -5, 7-^tKP-7P [3, 4-d] 
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h 0 y^u [1, 5- a] t°y $ v^ N 

(11) 8- (3— °y?-;UT^J) - (2-7^-4-7 
h*i/7^~/V) -5, 7 — 1: K d — t°D D [3, 4-d] t°7^n [l, 
5-a] ^v^ s 
5 (12) 8- (N-ynhVl— N- (2-fc KP^v^^vt--) 7>y) -2-7 
fv^-3- (2-7^-4-7 Y*i/y^-;V) -5, 7-^tKo-7 
p [3, 4-d] t°7^n [l, 5-a] t^v^ 

(13) 8 --^P^n ^7^7-2-^^-3- (2-7^-4-7 b 
^r->7^^) -5, 7-v?tKn-7n [3, 4-d] fc'yy'P [1, 5 

10 - a] t°y 

(14) 8 - (N-7^A—N-->^ a7°n tVl^T 5 7 ) - 2 -7 ^vV- 3 - (2 
-^f;l'-4-^K->7 I -;k) -5, 7-v ! tKa-7o [3, 4-d] 

t^y'n [i, 5-a] t°y 

(15) 8 - [ (2R) -1-7 t^iyy'y-y- 2— (Vl/J T$/-2-7^/V 
15 -3 - (2-^f-;t/-4-^ b^ri/7x^) - 5, Kp-7o [3, 

4-d] t 0 ^y'c [l, 5-a] 

(16) 8- [ (2R) -1-7 b*i/7**l/-2-' i;V] 75/-2-^f/l- 
-3- (2-7^-4-7 h^y^^A-) -2, 3-S?fc Kn-7n [3, 
2-d] tyy'n [1, 5-a] fy^v^ 

20 (17) 8- (N-^n7°at 0 /Mf;U-N- (4-7^-y^-^) 75^ 
T^7) -2-7^-3- (2-yf/V-4-^^77x^) -5, 
7-v ; tKn-yn [3, 4-d] [1, 5-a] t'^v^y 

(18) 8- (3-^y^T$7) -2-7^-3- (2 -y □ n- 4 
\**S7 ^=.)V) -5, 7-i/tKn-7n [3, 4-d] \fy^u [l, 

25 5 -a] h°U 

(19) . 8- (N-i/y P7°P fcVl'-N- (4-7^y^=/V) 7f/UT^7) 
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-2-^^-3- (2-^DD-4-^ h^V7x^) -5, 7-v ? t 
Kd-7o [3, 4-d] [1, 5-a] t 8 U$^y N 

(20) 8- (N-i/^n/n Wf;U-N- (4-7 5^:7^/1/) 

7 5:y) -2-79^-3- (2-^dd-4-^ h^7s^) -5, 
5 7-7tKn-7B [3, 4-d] f7/n [l, 5-a] t°y^^ 

(21) 8- (N-yn tVl^-N- (4-7^B7*^) 7^vV757) - 
2-7^-3- (2-^na-4-^^77*=;i/) -5, 7-7tK 
D-7D [3, 4-d] t^y'D [1, 5-a] fU^v^ 

(22) 8- (N-^P^n Wf/l^-N- (4-^Wt7x=/V) 7 
10 fvKT57) - 2 — ff-jV- 3 - (2-^ a a-4 -7 h#^7x-^) - 

5, 7-i?kKo-7n [3, 4-d] t°^y'p [1, 5-a] fc 0 iUv>>\, 

(23) 8- (N, N-iz/n tVKT^ 7) -2-7^/1—3- (2-^pp- 

i 

4- *h*isy^—M -5, 7-'7tKn-7n [3, 4-d] ' 
[1, 5-a] t°y 5v>>\ 

15 (24) 8- (N, N-v^^/UTS; y) -2-7^v>-3- (2-^cn-4 
-7 h^fv-7ai^/^) - 5, 7-i7t Kb-7b [3, 4-d] t°7 N /o [1, 

5- a] fcTJJ $ v>>\ 

(25) 8- (N-:/p tVl^-N- (4-7^71^:7*^/1/) 7^7l-T$7) -2 

(2-^PP-4-^^77x-/V) -5, 7-v J fcKP 
20 -7P [3, 4-d] t°7y*n [1, 5-a] fcTy^i?^ 

(26) 8- (N-^^-N-^ntVUT^y) -2-75VW-3- (2-y 

h^ri/7i^) -5, 7-^kKD-7P [3, 4-d] t° 
[1, 5-a] t°D Sv 5 ^ 

(27) 8- (4-^7*^/1/7 5 7) -2-7 7VU-3- (2-7PP-4-7 
25 ^v^aL^/V) -5, 7-S?kKo-7P [3, 4-d] [l, 

5-a] t°y 
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(28) 8- (N-7*^;U-N-^;UT 5. - 2-^f-)V-Z - 
P-4-^4tv-7ac^/P) -5, 7-i?tKD-7n [3, 4-d] M°y 
9u [i, ,5- a] t°!l ^ v>^ x 

(29) 8 - *?i/jr p.7*pW % J - 2 - * fvU- 3 - 

5 4-^ h^v-7^^/1-) -5, 7-^tFo-7n [3, 4-d] t°yy*n 
[I,' 5-a] t°!) 

(30) 8- (N-iX^ xi-fn fcVM?vy-N-7*n t>7 5: /) 

-3- (2-^Pd-4-^ h^r^7^-^) -5, Kp-7d [3, 

4-d] t°7/ci 5 -a] t°y v^y, 

10 (31) 8- (N — (2 AO -N-^nfcVVT5:y) -2-^^/y-3 1 
- (2 P P- 4 h^-i/^^— ;V) -5, 7-7tKn-7 0 [3, 

4- d] fc^/p [1, 5- a] t° <) $ ^ 

(32) 8- (N-y^/U-N- (2-^ hdp^^) T $ / ) 

-3- (2-ynP-4-y h^v-y^-yl/) -5, 7 F0-7P [3, 

15 4-d] [i, 5- a] t°y^;y> N 

(33) 8- (N-7°o fcVW— N — (4 - YV y^v^j-su^-^^y^-su) 
^W^y) -2-y^A-3- (2-^PP-4-y bdriyyj.^/k) 
-5, 7-^tKn-7D [3, 4-d] [1, 5-a] h° U ^ v> 

20 (34) 8- (3-^^^T^/) -2-^f/I/-3- (2-y nn-4-y 
h^rVy^^/y) -5, 7-i>tKn-7n [3, 4-d] t'y/o [l, 

5- a] t°y ^ 

(35) 8 - (N - > ? n 7>p tV^y fv^T ^ J - N - ( 4 - n7x ~/y) 
-2-^^-3- (2-^nn-4-^^>7i-/V) 
25 -5, 7-i?tKD-7D [3, 4-d] t^/n [l, 5-a] t 0 ])*V 
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(36) 8- (N-^^^-'N- (2-^^W^xf;v) T^S) -2 
-j-^jV-t- (2-^DD-4-n ; 3rV'7x^) -5, 7-V ? kKP 
-7P [.3'i '4-d] [i, 5-a] fcfy^v 5 ^ 2 

(37) 8- (N- (2-^f--;V) -N-xW$;) -2-^f"^-3- 
5 (2-? vv— k-^ h*i/7 x.-sl') -5,'7-^tKn-7P [3, 4 

-d] t^^n [1, 5-a]t°y^v?^ N . 

(38) 8^ (N- (2-:/^-^) -N-^aynkVMf/UT^y) -2 
-^^7>-3- .(2,-^nn-4-^ f^7i=/l>) -5, 

i 

-7D [3, 4-d'] [l, 5— a] k 1 ^ v^, 

10 (39) 8- (N-v^PT/ofcVW-N- (4-^f/^7x^) *^)VT 
5;/) - 2-^^yV- 3 - (2-^nn-4-^ h^^7x^) -5, 7 
-^tKn-7D [3, 4-d] t°^y*p [1, 5-a] t°y$v?^ 

(40) 8- (N— 7p tV^-N- (4-^^/V^^-^^^7^) ^f^757) 
-2-^5 L ^-3- (2-^DP-4-^f^77i^) -5, 7 — 9 JM 

15 FP-7P [3, 4-d] t'7/P [1, 5-a] t o y$v^ 

(41) 8- (N-v-^ p^p tW-N- (4-7;^p7i^) 

/) - 2-^fv^- 3 - (2-^pp-4-^ f^r^7i-^) -5, 7 — 
v^tKP-^n [3, 4-d] t'r/P [1, 5-a] tfy^v^ 

(42) 8- (N-7"p tVU-N- (3-7/^P7i^V) t^lVJXJ) - 
20 2-^^-3- (2 d p-4 y*rV7 -5, 

P-7P [3, 4-d] t°7 N /P [1, 5-a] try 

(43) 8- (N-T'ntVl'-N- (<<>-/ [d] 1, 3-^77^-5- 
JjV) ^W^/) -2-^^-3- (2-^nn-4-^ b^^x 
~M -5, 7-^kKP-7P [3, 4-d] fc-yy'n [l, 5-a] t° 

25 y 5 

(44) 8- (N-^yi/^-N-^7oyp W 7) 
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-3- (2-^dd-4-^ Y**/7*~JV) -5, 7 -*JK Kd-7p [3, 
4-d] M'yy'u [l, 5- a] tfy^v^ 

(45) 8- (N-y^-N- T^/) - 2-^/0— 3-, 
(2-^np-4-^ h^rv-7^=;V) -5, 7-v , tKn-7n [3, 4 

5 -d] f7/n [1, 5-a] fc°y$i?>\ 

(46) 8 - v>v^ p tVM fvWT ^ J - 2 - ^vV- 3 - ( 2 -y: fvW- 

h$-y?^-/U) -5, 7-^Fn-7P [3, 4-d] t^/n 
[1, 5-a] 5v^^ N 

(47) 8- (N-^^-N-^^vI/T^y) -2-y^yP-3- ( 2 -> ^ 
10 /k-4-^^>7x^) -5, 7-i/tKn-7P [3, 4-d] fy 

[i, 5-a] t°y 

(48) 8- (N--7*5v^-N-7°P t°/UT 5 y) - 2 -y ^/U- 3- (2-y ' 
^,1— 4 _ 5; 7-^Fp-7p [3, 4-'d] t c 
?y*P [1, 5-a] t c y ^y, 

15 (49) 8- (N, N-^P tVl^T^ 7) -2-^^-3- (2-y^- 
4-y> Y^r^y^=./V) -5, 7-^tKc-7P [3, 4-d]'t°7;/p 
[1, 5-a] h°y £>v^ 

(50) 8 -If* (2-y> h^rv^^/V) 7^y-2-^f/U-3 - (2-^P 
p-4-7* h^v^^/V) -5, KP-7P [3, 4-d] t°y 

20 y^P [1 , 5-a] h°y 

(51) 8- (N-:7^vv-N- (4-7/^P7^ny^) ;>< ^viyr ^ y ) -2 
-*f7V-3- (2-^Pn-4-7 t b^ri/^oi^^) -5, 7-ykF'P 
-7B [3, 4-d] t°7i/p [l, 5-a] t 0 y^>\ 

(52) 8- (N-^/u-N- (4-7/^P7i^;l/) y^Vl^T^y) -2 
25 -^f/V- 3 - (2-y>^A—4-7< h^v^o:^!/; -5, 7-ytKP 

-7P [3, 4-d] t"7/P [1, 5-a] ¥}) 
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(53) 8- (N-'ctfvl/'-N— -2-^^-3- 
(2-^»^-4-p« Y**s7^=z.jV) -5, Kn-7P [3, 4 

-d] t'^/n [1, 5- a] t°y:-v^ 

(54) 8- (N-7°n tVl--N- (2-:7^yyV) T^y) -2-^^-3 
5 - (2-^^-4-^ h=ar->7^-7V) -5, 7-v i tKn-7D [3, 

4-d] fyy'n [l, 5- a] f'j^v'y^ 

i 

(55) 8 -■- (N-:/n fcVL—N- (4 -y ?-jl^-*7 

-2-^^-3- (2-y^-4-y h^v^i-^) -5, 7-v*t 
Ka-^n [3; 4-d] k°7y'o [1, 5- a], t'y^v^ 
10 (56) 8- (N-7°'n tVv—N- (^<>y* [d] 1, 3-^77^-5- 
-f/i") ^W^7) -2-^f;>-3- (2-^f;v-4-^^>7i 
-/^) -5, 7-^tKn-7P [3, 4-d] fc°^y*n [l, 5-a] t° 

(57) 8- (N-^^^-N-v-^ d^p fcVM =^^T% 7) -2-^^ 
15 -3 - (2-^f/k-4-n^7i^)-5, 7-i?k Ko-7p [3, 

4-d] t°7^/P [1, 5-a] t°y^v^ N 

(58) 8- (N-->^ D7°n fcVM (4 - h P 7;Vtoy 

-/^) y^/VT^y) -2-y^7V-3- (2-7PO-4-y b^r^x 
-5, 7-^hKo-7D [3, 4-d] t°7 N /n [1, 5-a] t° 

20 y ^ 

(59) 8- (N-v^ h:/p fcVwy ^-N- (4- M) 7;l/tny f;l/7x 

-a-) y^vKT^y) -2-y^-3- (2-y^-/i— 4-y 

=-fr) -5, 7-7tKn-7P [3, 4-d] tf7/n [1, 5-a] t° 

y ^ 

25 (60) 8 - (N-T'PfcV^-N- (4-y/7 7x^) y^vWT^y) -2 
-^^^-3- (2-^f^-4-n^77x^) -5, 7-7tFD 
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-7B [3, 4-d] fcT?/p [1, 5-a] try§^ s 
(61) 8- (N-^pyntW-N- (4-7;vtP7i^;u) 
/) -2-^^-3- (2-^Pn-4-n^7i-/>) -5, 7-' 
i?kKn-7n [3, 4-d] tr'y/p [l, 5-a] fy^v^, 
5 (62) 8- (N-^P/P^-N- (4-7;VtP7i-;l/) ^ W 5 
/) -2-^^-3- (2-^^-4-^ h^v'^zc-^) -5, 7- 
^tFD-7n [3, 4-d] fc^/P [l, 5-a] t°V *i?y, 

(63) 8- (N-V^P^PtVt^fv^-N- (4-7/^P7i=;V) 
/^T$y) -2-^^-3- (2-^^-4-^ h^v-7cc-/W) -5, 

10 7-^kKB-7B [3, 4-d] t°yy~n [ l , 5-a] t°y^v>> N 

(64) 8- (N-^PtVV-N- (2-y Y^yaL^-)V) T$/) -2-*7 
)\>-%- (2-^nn-4-^ hdri/7i=/H -5, 7-5?tKn-7P 

[3, 4-d] t'7/P [1, 5-a] t'K^, 

(65) 8- (N-7°PtV^-N- (2-y h^v^^vU) T5/) 

15 /U-3- (2-y^/l— 4-y hdrv-7*=/W -5, 7-i?tKn-7n 
[3, 4-d] t°7^P [1, 5-a] fy^v?^ 

(66) 8- (N-^^/V-N- (4-^fW7i^V) ^ ^A-T $ J ) - 
2— *?vW-3- (2 -^pp-4-^ h#->7s=/V) -5, 

p-!7p [3, 4-d] k°7/D [1, 5-a] t°y 
20 (67) 8 - (N-^5vV— N- (4-^;Vft7i=^) ^AT^y) - 
2-^^-3- (2-^f;l/-4-n^v'7x^) -5, 7~i?t K 
n-^n [3, 4-d] tf^/P [1, 5-a] t°y^v?^ 

(68) 8- (N-^/V-N- (2-^^xf;l/) 757) -2-^^ 
-3- (2-^^-4-^ RV7x^V) -5, Kp-7p [3, 

25 4-d] t'7/P [1, 5-a] k'!) v^y 

(69) 8- (N-^ P7*P W f^-N-^n t;V7 5 7) -2-^A- 
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-3- (2-^^-4-^ Y**/7x.~/V) -5, Kd-7p [3', 

4-d] t°9 N /D [1, 5 -a] t°!)5v^ s 

(70) 8- (N-^DtVU-N- (5-^^77^- 2— f/l/) 

y) - 3 - (2-^oo-4-^ h^f^7i-/l/) -5, 7- 

5 i^tKn-7P [3, 4-d] fc 0 7^P [1, 5- a] fc°!J5>^ 

(71) 8- (N-ynk>-N- (5-^^77^-2-^^) y 5v^7 5 
7) - 2-/^/1-- 3 - (2 -y 4 -y h^v-?^-/^ -5, 7- 
^tFn-7P [3, 4-d] fc°7y'P [1, 5-a] fy^^ 

(72) 8 - (N-i^ n^n fcVM fvl'-N- (2 -y h^iy^fvl/) 757) 
10 -2-y^-3- (2-^f;V-4-^^y7i-;V) -5, 7-v>t 

Kn-7P [3, 4-d] t°7 7'n [l, 5-a] fJJ^v^ 

(73) 8- (N-^PtVP-N- (4-Fy7;^P^fW->7^-;l') 

yfwrsiy) -2-^^-3- (2-^;v-4-^^77i^) 

-5, 7-^tKo-7a [3, 4-d] t°^y'n [l, 5-a] t'USiv 1 

15 

(74) 8- (N-7°n tVU-N- (4-7/^n7x^;V) ^f;l/75 7) - 

2 -y ^vu- 3 - (2-y^/v-4-y h*^7^=-^) -5, 

o-7D [3, 4-d] t°7y*P [1, 5-a] Ify^v'y; 

(75) 8- (N-y^P^nkVMf^-N- (2-^^W) 75y) -2 
20 -yf-yk-3- (2-^^;!/-4-^ f^y7x^) -5, 7-7tKP 

-70 [3, 4-d] Vyy'v [1, 5-a] t°y v^y 

(76) 8- (N- (2-y bdr^^/P) — N— (2-^-/p) 75/) - 
2 -y 3 - (2-y fvl"~4-y h*i/7^~M -5, 7-v^tK 
n-7D [3, 4-d] t°7y'n [l, 5-a] t°D v^y 

25 (77) 8- (N- (2-y h^vo^/W) — N— (Z-Zf^-JV) 75/) - 
2-/f;l/-3- (2-7PD-4-/ h^y7x^) -5, 7-^fcK 
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p-7d [3/,'4-d] t'yy'n [i, 5-a.] fc'U 

(78) 8. - ,(N -^vvW- N - */# p 7° p tVl'T ^ / ) - 2 - J ftV- 3 - 

(2-^PP-4-><'h^iX7rc^^) -5, 7-^tKo-7P [3, 4 
-d] t°7 N /p [1, 5- a] h°y$v?^ 
5 (79) 8.- (N -^y->-N - P t>7 ^ 7 ) -2-^^-3- 

(2-^^-4-^ h^v-7oi-;W) -5, 7-^tKo-7n [3, 4 
-d] t;7^P [1, 5- a] t°U$^>,' 

(80) 8- (N-£/^ p^p fcVMfvl— N- (2-p< hdri/jc^) 7\/) 
-2-^^-3- (2-^PP-4-n^r^7x^) -5, 7-^t 

10 Fp-7p [3, 4-d] t°y^P [1, 5 '-a] t'J) 

(81) 8- (3^^>^T^y) -2-^^-3- (2, 

4-^ Y**y7^~;V) -5, 7-7tFP-7P [3, 4-d] h°yy"u 

[i, 5 -a] t°y ^y, 

(82) 8- (N-v-^P^PtVl^-N- (4-^T/^^^yH ^^vKT^/) 
15 -2-^^-3- (2-^pp-4-^K77x^) -5, 

KP-7P [3, 4-d] t'yyp [1, 5-a] fc°y^v>:/ N 

(83) 8 - (N-v^ P^P t°/l/-N- (4-v^T/ 37 3:=^) pif^j^ / ) 
-2-^^-3- (2-^^-4-^ h^riX7^^/k) -5, 7-v>t 
KP-7P [3, 4-d] t 0 7^o [1, 5-a] t'y^v^ 

20 (84) 8 -v ; ^^T^y-2-^^-3- (2-^^-4-^ 

3i^/V) -5, 7-^tFP-7P [3, 4-d] t°7^P [1, 5-a] 

t?y 

(85) 8- (N-xf^-N-v'7n7°Pt>^^7^ / ) -2-^^/1^- 
3- (2-i?PP-4-^ h^S/7x^) -5, 7-i?fc Fd-7p [3, 

25 4-d] Wo [1, 5-a] tf>Jf>v^ N 

(86) 8- (N-^fvl'-N-i^ P7°P kVMf"/WT5 /) -2~/^/U- 
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!. 

3- (2-^^-4-^ •V*ci/7*.~/yj -.5, 7-S?kKn-7B [3, 

4- d]'k^i/p Ci, 5-a] try$^ N 

(87) 8 -' (N->/^ d^p fcVMfvU-N- (4-W/:7*-A0 
757) -2-^^-3- (2-^DP-4-^ h^v^i^U) -5, 

5 7-^SKP-7D [3, 4-d] t°7 N 7n [1, 5-a] fc 0 !)*^>\ 

(88) 8- (N-'^oT'oWf/V-N- (4->7/7x^) 
7?/) -2-^;W3- (2-^^-4-^ Y*i/y^~jV) -5, 
7-^kKo-7C3 [3, 4-d] k7^0 [l, 5~a] fy^v^ 

(89) 8- (N-ynkVU-N- (ft7xy-3-f^) /-^-T^y) - 
10 2-y 3- (2-y on-4-y h^i^^A) -5, 7-i?t K 

P-7n:[3, 4-d] b^y'o [1, 5-a] t'^v'y, 

(90) 8- (N-yntVl^-N- /W7xy-2-^^) 
T^7) -.2-^^-3- (2-^PP-4-^ h^7xx;U) -5, 
7-v ? tKn-7n [3, 4-d] [l, 5-a] tlv^y, 

15 (91) 8- (N-^^vV-N-v^ *7*v tVM^/>T5 S) -2-y^U- 

3- (2-^nn-4-n^>7i^) -5, 7— S?fc KP-7P [3, 

4- d] t'r/P [1, 5-a] t°U5;t/^ 

(92) 8- (N - 7f - N - p 7 p t°^^ f ;k7 $ 7 ) -2-y^V>- 
3- (2-^^-4-^ h^v^^/p) -5, 7-i/tKP-7P [3, 

20 4 -d] t°yy*P [1, 5-a] t'JJ^v^ 

(93) 8- (N-yPtVl^-N- {^iry^- 2,-4 ;V) t^jl-T^/) - 
2-y^vv-3- -5, 7-v^tK 
a-^n [3, 4-d] f^n [1, 5-a] t°!j 

(94) 8- (N-7p bf/U-N- (5-^/1^^:7 ^-2 — YA-) 

25 75/) - 2 -y^A— 3 - (2-^f;P-4-^ f^>7x^) -5, 
7-i?kKP-7P [3, 4-d] t^^P [1, 5-a] fiUv^ 
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(95) 8- (N-^PfcT/V-N- (2-7M*7^~/U) *^)VT%J) - 
2 -^^~)V- 3 - (2-^do-4-^ h^7x=;l/) -5, 7-i/tK 
P-7n [3, 4-d] t°7 x /n [1, 5-a] fcTJJSS^ 

(96) 8- (N-/D tV^-N- (2-7/^a7i^) ^^T5/) - 
5 2-*?vl/-3- (2-^^-4-n^7i^) -5, 7-v J b.K 

o-7D [3, 4-d] t'7 % /n [1, 5-a] fc°J)^>\ 

(97) 8- (N-if/l'-N-T'D^l/TU) -2-^^-3- (2-7 
^_ 4 _^ Y^ri/y^-jv) -5, Ko-7a [3, 4-d] t° 
7 7*n [1, 5-a] t°y v^y, 

10 (98) 8- (N-xf-yl.-N-T'P tVPT ^ 7 ) -2-7fvV— 3- (2-^ 
b^^7x^) -5, Kd-7p [3, 4-d] fc° 

7/o [1, 5-a] fc°]) ^v 5 ^ 

(99) 8- (3— <^A7^7) -2-75^-3- (2, 6 -^7'^- 
4-7 ^v-7^~A) -5, 7-v?k Ko-7D [3, 4-d] t°y^n 

15 [1, 5-a] t°y =• 

(100) 8- (N-^A—N- (4-7^tD7x^) ^f;k7'5 7) - 
2-7^-3- (2-7fv^-4-7 h**s7^~;v) -5, 7-v>tK 
o-7o [3, 4-d] h 8 7^n [1, 5-a] fc°]J5>^ 

(101) 8- (N-^A-N- (4 -7/l/^-D7x=;k) 7^7$; 7) - 
20 2-75vW3- (2-^nn-4-n^7i^) -5, 7-v>tK 

[3, 4-d] t'^^n [1, 5-a] tfij^v^ 

(102) 8- (3 —^^7 ^7) -2-75^-3- (2-*pp-4, 
6-^7 1-3- ^7 a: ~ A) -5, 7-^tKn-7D [3, 4-d] fc?77* 
D Cl, 5-a] t°y 

25 (103) 8 - (4 —^f*f)VT 5: 7) -2-7 5vU-3- (2-^f^-4- 
^ b^7x^) -5, 7-i?fc KO-7D [3, 4-d] t^^D [1, 
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5-a] trys^ 

(104) 8- (N, N-^otW7U) -3- (2 D D-4-> h# 
V7i-;l/) -5, 7-i?t Kn-7o [3, 4-d] \?7*/x3 [l, 5-' 
a] b°y ^v^V, 

5 (105) 8- (N-V^ dt°d h>^f /U-N-T'd / ) -3- (2 

h^v'^jL-A') -5, KP-7P [3, 4-d] 

t 5 7/n [1, 5-a] t°y 

(106) 8- (N-^yv J ;l/-N-v'^o7°nt 0 ^^f^7 5/ ) -3- (2 

f^->7j^) -5, 7-^kKo-7D [3, 4-d] 
10 t°^/P [1, 5-a] ^JJ^^y, 

(107) 8- (N-^oynWf^-N- ( 4 f^7*=^) ^ 
A-T^/) -3- (2-^on-4-^ f^7x^;l/) -5, 7-i^fcK 

i 

d-7p [3, 4-d] fyy'p [i, 5-a] t-y^v^ 

(108) 8- (N-7n fcVU-N- (2-^^71^) T^7) -3- (2-^ 
15 pp-4-> f^r:/7x=;l/) -5, 7-^Ko-7d [3, 4-d] t° 

[1, 5-a] t°y ^ v 5 ^, 

(109) 8- (N - ^- N - D 7*n f ^ / ) -3- (2- 
^pn-4-n^>7x^V) -5, 7-7tKo-7D [3, 4-d] 

[1, 5-a] h°y 

20 (110) 8- O-'^^VW %J) -3- (2-^dd-4-MWs' 
-/U) -5, 7-v ! tKn-70 [3, 4-d] t^y'n [l, 5-a] t° 

y 5 

(111) 8- (N-^^D7 , o Wf/I/-N- (4-7;l/tP7i=;V) ^ 
W^;) -3- (2-^nn-4-^ h^i/7cr=/v) -5, 7-^fc 

25 KD-7B [3, 4-d] t°7/p [1, 5-a] tfJJSS^ 

(112) 8- (4-^7°f-/^T^ 7 ) -3- (2-^on-4-/KV7x 
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=/U) -5, 7-^tKP-7n [3, t^^/n [l, 5- a] t c 

(113) 8 — "(N — ^ri. Ww— N- (4 f^/uy^^/u) /^/VT^/) - 
3 - (2-^nn-4-^ h df->7 * -5, 7-^kKn-7o [3, 

5 4-d]. fc°7^P [1, 5- a] fc*JJ 

(114) ' 8- (N.-7°d k°/l/-N- (4-7/l/tn7x^) ^f;V75;) 
-3- (2-;nn-4-> h^r^7^^/U) -5, Fd-7p [3, 
4-d] f^/n'tl, 5- a] k'H^ 

1 

(115) 8 v.-?* t>^W ^ / - 3 - (2-y n P-4-y h=¥ 
10 *s7^-)V) -5,. 7-^kFP-7a [3, 4-d] t°yyn [ l , 5- 

a] h°y 

(116) 8- (N— ^P/nkVMf^-N- (4-f!)7/l/tP^W 
x^)yf;V7?;) -3- (2-^dp-4-^ -5, 
7-v?tFn-7n [3, 4-d] t°7/o [1, 5-a] k'Dv^y, 

15 (117) 8- (N-v-y p7o tVl^-N- (4-^f;V7i^) 

7) -3- (2-^dp-4-^ f^y7i^) -5, 7-^kKo-7 
* [3, 4-d] t°7/P [1, 5-a] 

(118) 8- (N-7d fcVv—N- (4-V77 7x^) y^/VT^y) - 
2-y^A--3- (2-yna-4-y Y**y7^~;v) -5, 7-^fc K 

20 P-7n [3, 4-d] t^/n [l, 5-a] fc'JJ^v^ 

(119) 8- (N-i/y o7p tVM^-N-y^/KT^ y) -2-y^u 

-3- (2-y^-4-y b*^7 -5, 7-v>fc Kp-7p [3, 

4-d] b°7^p Ci, 5-a] t o y^v^ N 

(120) 8- (N-->y pt"p tvi^y ^-N-y fvvrs y ) 

25 -3- (2-y nn-4-y Y*r^7 ^~;V) -5, Kp-7p [3, 

4-d] [1, 5-a] t'y^v?^ 



432 



WO (12/(153565 



PCT/JP01/11581 



(121) 8- (N — 7"t3 t°/V— N— h^rW ^ J^)V) 7*y) -■ 
2-^^-3- (2 b^rv'7^=-/^) -5, 

D-7D [3, 4-d] f^P [1, 5- a] k 0 !^-^ 

(122) 8- [ (2S) - 1 -> ^^^^y-2-^;^] T 5 J - 2 
5 -*J-;V-Z- {2-^f-;V-A-^ Y^i/y -5, 

-7n [3, 4-d] k°7)/o [l, 5-a] t"!)?^ 

(123) 9- (3-^^^/WT$y) -6-^^-5- (2-^^-4- 
7< h^ri/7^^^) -7D [3, 2-d] M'y^/n [l, 5-a] fc°.y ^ v 5 

10 Ttfi^rtlb^TKfP^o 
1 9 . te-^Wx 

t 

(1) 8-t Kn^;/-2-^^-3- (2-^f;W-4-^ b=3f-v'7x = 
/l0 -6, Kn-5H-^o^y^ [d] h'y^u [l, 5-a] 

15 t-y^v^, 

(2) 2-^^-/^-3- (2-7«f-/^-4-^ h*^7^~M -8- [ (2 

5, 4R) -4-^ R-^Wpy ^y-l-^/V] - 

6, 7-^tKn-5H-^n^ [d] fc'^/n [1, 5-a] t°]j 

20 (3) 8- (1, 2, 5, 6-7b7tKnt°yi/;U) - 2-^^-3 - (2 
-^/l/-4-^h^7i^) -6, KD-5H-i/^n^y 
* [d] t'7yn [l, 5-a] t°y^^ 

(4) 8- (1, 2, 3, 4-7h7t Kn^ydr/JJy-2-l'^) -2-" 

(2-^fv^-4-^ Y*^7^~;V) -6, 7-^tKn- 
25 SH-^o^ [d] t°7^n [1, 5-a] 

(5) 8- ( (3 S) -3-^ Y2ri/*fjV- l, 2, 3, 4-r b7t Kn 
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I 

7*~&) $6, 7-^kKn-5H-^D^ [d] t e 7y'o [1, 

5- a] t;y " 

(6) 8- (4-7 ^~;V\i°^7i/l/-\ -4)V) -2-^3-;U-3- (2- 
5 ff-JV^A-t k$ri/7^~;V) -6, T^v'k Kc-5H-^a^y^ 

[d] t7^n [1, 5 -a] t°]J^v^ 2' 

t 

(7) 8- (4- (2-^dp7i-^) t°^7 v^- 1 --f/W) 
/V-3- (2-^^-4-^ h^r^y^^yl^) -6, 7-^t:Ko-5H 
-v^p-^ [d,] k°7/n [1, 5 -a] k°!)>^ 

10 (8) 8- (3 h^v-TJ/M?-^- 1 , 2, 5, 6-rF7k Knk'yv 5 
/l") - 2->*?vU-3- (2-^f/l/-4-^^7i=;V) -6, 7- 
^tFn-5H-^P^ [d] t c 7^n [l, 5-a] fP'i?^ 

(9) 8- (3- (3 -**f-)V- l, 2, 4-Wv ! 7y-^-5-^;L') 
-1, 2, 5, 6 — T h7 t Kn fc°y -2-^^-3- (2-^ 

15 h^V^^—/^) —6, 7-v^t: Kp- 5H-^n^ [d] 

k°7^D [l, 5-a] fcrjj*$*>\ 

(10) 8- (4- (4-^nn7x=/l') -l, 2, 5, 6-7h7kKnt° 
Vi?*) (2-^fvV-4-p< bdr^7x^;k) -6, 
7-5?kKo-5H-^n^ [ d ] fc^/p [1, 5-a] t^v? 

20 ^ N 

(11) 8- (3-^y^^V) -2-^^Vl—3- (2-^^-4-^ 

-6, 7-v^kKn-5H-^P^ [d] 

[i, 5-a] try ^ 

(12) 8- (S-'OfvM'^v') -2-^^-3- (2-^pp-4-^ 
25 h^v'^-yi/) -6, 7-v?kKP-5H-^D^ [d] k c 7^P 

[1, 5-a] fc°y 
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i ( 

i 

(13) 8- -2-^^-3- (2-^po-5-^ 
Y$ri/7^$t)v) -6, 7-^kKP-5H-^o^ [d] \fyVn 
[1, 5 - a ] Ov^y N 

(14) 8--f y^a tVl/^-=3r->-2-^^-3- (2-^dd-5-p< b^r 
5 i/y^^ju) -'6, 7-^tKn-5H-^D^ [d] f^o [l, 

5 -a] 5v?> x 

i 

(15) 8 Ml, 6-^7°^v J ^^-4-'l'^)^-dr^-2-^^-3- (2 
n n-4 J?3^>:7:x~^) -6, Kn-5H-^D^y 

* [d] k'yyp [1, 5- a] fc e y*v^ N 
10 (16) 8- (3^yfW) - 2-^f^-3 - (2-^DD-5-^ 
^v-^ciyU) -6, 7-^tKo-5H-^n^y^ [d] t'^/n [l, 
5- a] t°y 

(17) 8- (4 —^^7*=^) -2-^^-3- (2-p<^-4-y 
h^v-y^c^/V) -6, 7-;/kF0-5H-^n^ [d] fyy'p 

15 [i, 5- a] try 5;v^ 

(18) 8- (2, 4-^pp7i^) -2-^^-3- (2-y-^/W- 
4-p< h^i/7a^) -6, 7-^tFn-5H-^n^y^ [d] fc° 

[l, 5 -a] t°y ^ 

(19) 8- (3-M)7/^n^^7x-;P) -2-^^-3- (2-^ 
20 fvV-4-^ j^v^^^/U) - 6, Fn-5H-^ p^<^ [d] 

f^/n [l, 5 -a] k'!J>;^ 

(20) 8- (4-7* Y-*\sy^~;V) -2-^5^-3- (2-^^-4- 
7< h^rv-^^-yW -6, 7-^tFn-5H-^n^ [d] t°yy* 
n [l, 5 -a] t°y ^v 5 ^ 

25 (21) 8- (3, 5-^na7x=;l/) -2-^^-3- (2-^^yV- 
4-* h*'V7»=^) -6, 7-i?tKc-5H-i/^n^ [d] b:° 
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yy*n [i, 5-a] fy 

(22) 8- (2-^f/k7i^) -2-^^/1—3- (2-^f-;U-^4-^ 
h^v-^^/t/) -6, 7-^tKP-5H-^o^ [d] 
[1, 5-a] fc°y ^v>>\ 
5 (23) 8 -If* (3i h^-isjJ y^vl— 2-y^VW- 3- 

;l,-4_^ bdf-v/y^-yw) -6, 7-^kKn-5H-i/^a^ [d] 
fyy'n [l, 5-a] t°y 5; v>y N 

(24) 8- (l-^W^-l, 3-v J ^^y-2-^ t f-;U) -2-y 
^/V-3- (2-^^/V-4-y Y*i/7^^)V) -6, y-v'tKD-s 

10 H-y^o^ [d] t°7^C3 [l, 5-a] t°y^v>y N 

(25) 8- (2, 4 -vofdry- 3 -- <yj-jv) -2-y^vU- 3- (2-y 
5vk-4-y h^yy^^/l/) -6,7 -S?fc Kd-5H-^ P^y^ [d] 

t 5 7y'o [i, 5-a] t°y >i?y 

(26) 8-tfy (3i h^ri/^7/^-^) ^^/L— 2-y^- 3 - (2-yn 
15 n-4-y h^ry7x-/^ -6, Kd-5H-V^p^ [d] 

t'yyp [1, 5-a] t°y 

(27) 8- (1, 3-t Kn^i/-2-y c P fcVl/) - 2-^f;l/- 3 - (2- 

h^rv^y^— ^) -6, 7-i/tFn-5H-^P^ 
[d] t'7)/p [1, 5-a] t°y^v?^ 
20 (28) 8 - (1, 3 -^y bdri/-2-y°PhW) -2-y^VW-3- (2- 
y 5V1/-4 -y Y*i/7 -6, 7-v ! tKP-5H-v'^D-<y^ 

[d] f^/P [1, 5-a] t^^v^y, 

(29) 8- (N, N-v^^/V^W-^^/M^) -2-y^;U-3- (2 
-y 5vl—4 -y h=3f-v-y^-yu) -6, 7-^t Kn-5H--yy 

25 ^ [d] t'yy'p [1, 5-a] fc°y 

(30) i-^7*y-2-y^-8-t kp=¥^-3- (2-y pn-4-y 
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h*is7=.~M -6, 7— 5?fc Ko-5H-^n^ [d] k"Pn [r, 

5 2 0. ik&toiK 

(1) 6 -^^l*-- 5 - {1-*=f-;\'-A-*Y5r*/'7x.~)V) -9- [ (2 
S, 4R) -4-t b*is-2~* h^WfvUfcTny v>V- 1— f/l/| - 
2, 3-i?.kKo-7c [3, 2-d] t°7y f o [1, 5-a] t'JJ^v^ 

(2) 2-^fvV-3- (2-^^-/V-4-^ -8- [ (2 
10 S, 4R) h*is-2-t Y**/* s }-;\'\fxiyV'l/-l-' - 

5, 7-v ! tKP-7n [3, 4-d] t^y'n [l, 5-a] try 5 5?^ 

(3) 6 5 - (2-^^-4-^ ^V7x=;V) -9- [ (2 
S, 4R) -4-* h^i/- 2-^ h^i/^^fc'n ]} *?y- 1 -^/U] - 
2, 3 — 5?fc Kc-fn p [3, 2-d] t°7V*n [l, 5-a] f y 5 v> 

15 ^ N 

(4) 8- (3-'<>'^/^^v') -2-^^-3- (2-^PP-4-p< 
Y*i/7s.=.jv) -5, 7-5?tKn-7a [3, 4-d] fc'^/a [1, 
5-a] t'lj 

(5) 8-tf* (jn hdrv'^/^^/V) ^^-2-^^-3- (2-^o 
20 n-4-^^7i-/H -5, 7-i?tKo-7P [3, 4-d] t°7 

y'P [1, 5-a] t°y 5^^P>®fftL«fll*O^BBl fclEtfc©^^ 

2 1. »*©«ffl l fclffllft©— JRS (I) -^JtiS^ *©J(S5*tt 
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2 2 . ( I ) 




U*3«kt^2«^H-eti4fiiLT, CR\ NR?\ MJS^, Be*®^ film 

C = 0£fcfiC=S&^;bU 
R 2 fi . 

(ii) C 1~8 7;^/K 

(iii) C 2~8 7/^=;K 

(iv) C 2~8T/V^=7K 

15 (vi)CF 3N 

(viOv-zy, 

(viii) ^hn, 

(ix) N R 9 R 1 0 R*$S£XfiR 10 l±*:in?tim±LX^ 
20 (ii) C 1~4T/MVK 

(iii) c 3 ~ i o <DMmi> l < tt-m^mm. 

(iv) 1^4fl04#I^ l~2^<Dl^jj§^:fc,J:lJV'*fc« l~2l@ 
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l ( 
i 

i 

(v)c'§~l 0O^SIt>U< tt-»^*ai^ t>L< tel~4{H<D^ 

mm*; i ^ 2fi©»*M-?s3 xxf/tntft i ~2is«^M^^w 

5 ;v$c;v*£t>1- 0 ) > 

(x)OR 11 R 1 1 & 

(ii) Cl~4 
(Hi) C 5 ~ 6 O^gt 
10 (iv) 1 ~2|@(D^JE^-> lim^^M^^a/^fcttl^l^ljit^m 

(v)C 5~6(7)^^^L<{il~2l@l(D^*ji;^ s HSO^tJli^ 
15 (xi)SH, 

(xii) S (0) n R 12 nliO, l£fcta2&^;bU R 12 & 

(i)C 1~4 7;^/K 

00 c 5 ~ 6 (ommn. 

an) i~2jiiio^j!f^ \m<Dtmm*&&x}/izitftim<oWiw 

20 &-£*Tt<5 5£fcfifc6jl<0l!t*8IL £tcft 

Gv) c 5 ~ 6 t> t < it i ~ 2 mvmmw^, i iboi&iwk^*? 
«t 1 tt ft i omMM* ^tts5tfci46i ten 

^fcCl~4 7/^;i/»t. ) s 
(xiiOCOR 11 , 
25 (xiv)COOR 11 , 
(xv)CONR 9 R 10 , 
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(xvi) c3~io©Mt)i< tt - m^Mmm. 

(xvii) l~4ffl©^E^ N l~2fii©i6^^*5j;t5/*fc«:l~2.<B©«fg 

(xviii) ^a^yl^ CF 3S OCF 3 , ^7/, - bo, NR 9 R 1 °, OR 
5 '\ = N-OR 1 \ SH, S(0) n R 12 , COR 11 , COOR 11 , CONR 

9 r 10 . C3~i o(D^.mhL<\t-m^mm, fc±in~4fi<as*iiic^ % 

10 R 13 te 

(ii) C 1 ~ 4 T/l^/K 

(iii) C 

(iv) C 2~4T/^~7K 

15 (v) c 3 - 1 0 o^sit t< n-^^mm, 

(vi) 1 ~4j@^)»^ N l~2f@«*^-?-ioj;^/^fc«l~ , 2 

(vii) C3~l 0©HfeL<lt|^lSl:\ gfcte l~4fi©gi^ 
l~2^<Dg^M^^«tt^/*fc(il~2#I«^J!I-^^^-t-§ 3~1 0 

0 

»C1-4 7;^K Cl~47/Va^> N ^n^>I^it>'CF 3 ^f)I 

25 SfcttSBfcjflfc-?., ^|g^*fcM^^%/>^< t h im%%-f% 4-6 
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I, 

R 1 13: 

(i) l~5.j|i<£R. 14 T^m$;ft/tl^;^t>L< (ii!t©C 1~8 7M/K 

(ii) 1 ~ 5 m <D R 1 4 ftT V ^ frh L < )$ ^®^<D C2~8 T frty =- 

5 

(iii) l~5lH<DR 14 Tgm$tlTV^/^ L< te&fi^C 2~8 7Vl^~ 

(iv) NR 4 R s R 4 feJ;0R 5 «^H^tl^5£tT N 

10 (ii) l~5fi©R 17 «$tlt^?)!J^L<|j:IIi(Z)Cl~l 57 

(iii) i ~5{i©R i7 -e»$^Tv^§^t l< nmrnfevc 2-1 5 

(iv) 1 ~ 5i®<^R 17 T-fi^$tlTV^^ti L< itmW^C 2-15 
15 T/^^/K 

(v) 1 ~5jgl©R 18 -egm$nTV^^t b< ft^fi^COC 3-1 5(D 

(vi) 1 ~5{II<7}R 18 -eff&$;ftTV^^t> L< ItmWfeVl ~4{S<£> 

Iii?, 1 ~ 2 {ii^st f>^pfc «t t>v £ fctt 1 ~ 2 
20 ^-fs 3~i 5M^^til-< tt-^mm^M^i-o ) > 

(v) OR 6 (S4\ R 6 te 

(O^Sti?^ 

(ii) C 1 ~ 1 0 TyW^r/K 

(iii) C 2~1 0 

25 (iv) C 2 ~ 1 0 77t"¥=/K 

(v) l~5{@(£R l8 TM&$HTV^;^L<teM&0C3~l 5© 
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(vi) i ~5m<DR ^-et^tLTv^^ t< temm$:<D 1 ~4®<0 

5 (viO'^n^JOK^ CF 3% OCF 3N WA-~fn N NR 9 R 10 N O 

R'\ =N-OR n > SH N S(0) n R 12 N COR 11 , COOR 11 , 
CONR'R 10 , l~5^@OR 18 T•fi^$tLTV^^^^L<(t^ig^ 
C3-1 0©¥Sltt>L<l4Z.j|^*ai N &£m~5fS©R 18 -Ctt& 

U< tt-^^^^e 3 ^{ftlSSl~2^-eg^$tLTV^§C 1- 

4 r fr*;v%mt>-f 0 ) > 

(vi) SH N 

(vii) S(0) n R 7 (g*, ndMlSil^^ft^^U R 7 ft 
15 (i) C 1 — 8 T/V^p/K 

(ii) l~5^<DR 18 ^g$&£;ft,Tl^;^L< lilii©C3'~l 0© 

(iii) i^5m<VR ie T?W&£tirv^frhL<iiMW&oi~4m<D 

20 3-1 oMo^mt l< ft-m^mm, %tcfe 

(iv) l-5{i©R 18 TSm£ftT^5/^t> L<«iEg|&oc 3-1 0 

*^t> t< liifi©l~4|©I», l~2f@«*^*5j;^ 
/~£tcfe 1 ~2{@©^^Sr^i~^ 3-1 O.R©^St> L< fi~ 
25 S^1I*^-eg&£ftfcC l~4T/U^Sr»f 0 ) . 

(viii) COR 6 N 
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(ix) COOR\ 

(x) CONR 4 R\ 

(xi) NR 8 COR 6 , 

(xii) NR 8 COOR 6 R 6 f^lEi 1*3 U R 8 f3 , 

5 

(ii) Cl~8 7VH*/K 

(iii) C2~8 7;i/^;K 

(iv) C2~8 7M-/K 

(v) 1 ~5{®(^R 18 ^»^$tLTV^^t> L< ftilS^OC 3~ 1 0© 

(vi) 1 -S^R^Tg^tlTV^/^ b< fcUWiWLOl ~~4m<D 

(vii) ^D^V^, CF 3> OCF 3 , i/7y, - fP, NR 9 R 10 . O 
15 R 1 1 s =N-OR 1 \ SH, S(0) n R 12 N COR 11 , COOR 11 , 

CONR 9 R 10 S l~5j@©R l8 -efi^$nTV^§^1jL<ltMfi^ 
C 3~l 0©^it)K«:lTOi^ ^3J;D«l~5ili|^R 18 -e®^ 

20 b< »4-*^*aid*b»tfn5Sl~2flBTil*SjxTV^5C 1~ 

4 7M^^i)t. ) , 

(xiii) NR 8 CONR 4 R 5 N 

(xiv) l~5{@<£R ls ^ffim$frlTV^^L<te4£tt&tf>C3~l 5 <D% 
25 (xv) l~5$©R 16 -?ft&$ftTV>5a»fcL< (till© 1 ~4fi©Iil^ 
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I 

i 

R 14 te(aV>n^j!l^ s ( b )CF 3N (c)OCF 3 , (d)^/, (e)~hn, 
(f)NR 4 R\ (g)OR\ (h)=N-OR 6 , (j)SH, (k)S(0)„R\ (1) C 
OR 6 N (m)COOR\ (n)CONR 4 R 5 , (o)NR 8 COR\ (p)NR 8 CO 
5 OR 6 N .(q)NR 8 CONR 4 R\ (r) 1 ~,5 B<DR 1 5 VW.m£ tVO^^ L 

1 

10 R 1 5 ft (a) C 1 -v 8 7;^;K (b) C 2 ~ 8 T/i'^^yW (c) C 2 ~ 8 7;^ 1 
=/K (d),C 1 ~4T^3^rv/ (C 1 ~4) TVl^/K {e)^u^y^ > (f) 
CF 3N (g)OCF 3N (h)^>7A (j)-fo, (k)NR 4 R\ (1) O R \ (m) 
SH, (n)S(0) n R\ (o)COR\ (p)COOR 6 , (q)CONR 4 R 5 s (r) 
NR 8 COR 6 , (s)NR 8 COOR 6 , (t) N R 8 C ON R 4 R 5 , (u) 1-5^© 

15 R 20 -eg^$tL-cv^^t ) L<(i^sm^c 3~1 o©^m^b<«-^ 

m.mns (v) l~5ti(DR 20 Tg^$^TV^^^'bU<{^gm(0 1~4j@cD 

5 3~10l©^it)l<|izl»i, WAD^yi^ CF 3 , oc 
F 3N '>77, ~hP s N R 4 R 5 N OR\ =N-OR\ S H, S(0) n R\ 
20 COR 6 , COOR\ CONR 4 R\ NR 8 COR\ NR 8 COOR\ NR 
8 CONR 4 R 5 N l~5m<DR 20 X'm®£nT\,^frhL<ttmm&(DC3 
~l 0©^il)l<ij:zi«i, &J;t>*l~5^©R 20 Tg&£*i/C^ 
5 fl> t> L < te*SSm<7> 1 ~ 4 fi<D&3ff JR^ 1-2 l@(«Sf «fc t)?/£ 
fete 1 ~2®«||j^£^r1-5 3~ 1 O^O^SIt L< fi-^^S 

R 17 f4(a)^oy^^ (b)CF„ (c) OCF 3N (d)*>7A (e)~hn. 
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I 

(f) N R 9 R 1 ° N '(g).p R 1 \ (h) = N-OR 1 \ (j)SH s (k)S(0) n R 12 , 
(DCOR^t'yCOOR 11 , (n)CONR 9 R 1( \ (o)NR 8 COR n , (p) 
NR'GOOR'.'.i (q)NR 8 CONR 9 R 1 0 N (r) 1 ~ 5 B<DR 1 8 Ttt&£;ft 

xv^^t>L< teiim&^c 3~i 5<^^t>u,< n-a^*ai, sfcn 

5 (s) 1 ~5i@QR ^-ett&^TV^^ t< ltmU^<D 1 ~ 4 {U(D^J^ 
i\ 1 ~ 2i@(^^jf^fe £Tt/ait& 1 ~2^©^HJ[1^ 3 ~ 

R 18 fi(a) C 1 ~,4T/V^K (b)C2~47/^^/K (c)C2~4 7/^ 
=/K (d)/Nn^>E^ N (e)CF 3 , (f)OCF 3s ,(g)->7A (h)^hn, (j) 
10 SH, (k)S(0) n R 12 , (1)NR 9 R 10 , (m)OR l \ (n)COR a \ (o)CO 
OR' \ (p)CONR 9 R 10 , (q)C5~6«f s (r) 1 ~ 2 {gKD^M^-, 

15 ftfc C 1 ~ 4 T^^r^-eg^ £ tlfc C 1 ~ 4 T/L^A^ib U 

R 19 |j:Cl~4 7;V='r;K 0 1- 4 7^3^^ ^p^>JK^ CF 3 , O 
CF 3 , isT/s = hP, 75/, NH (C1~4 7M^) ^ £fcfiN (C 
1-4 T;V^)V) 2 £*t>U 
R 3 (i(i) l~5^<DR 16 (CioTg&£;ftW;5C5~l 0<D^t>U< 

20 te::Si^lt9it, £fcft 

(ii) 1 ~5^©R 16 (Cj;oTg^$nTV^-5 l~4fi(Dg^-?-, l~2f@ 

©^MT-*5J;t>V*fc^i~2tlo«it^II^^^i-6 5~i 0S^>^m 
r 16 « n 

25 (a) C 1 ~ 8 7/l"*/K 
(b)C2~8 7/^^K 
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(c)C2~8 7/^=/K 

(e) CF 3% 

(f) OCF 3 , 

5 (g)v-zy N 

(j) N R 9 R 1 ° N 

(kJOR 11 , 

(1) S H, 
10 (m)S(0) n R 12 N 

(n)COR a \ 

(o)COOR 11 , 

(p)CONR 9 R 10 , 

(q)NR 8 COR'\ 
15 WNR^OOR 11 , 

(s)NR 8 CONR 9 R 10 s 

(t) C 3 ~ 1 0 (D^m t> L < tt~g|^3fll(l, 

(u) 1-4 i-2ft©MteHJg(^*3J:tr/*feHn-2fl©«Jt 

20 (w^n^H^ CF 3 , OCF 3> ->TA ^hn, NR 9 R 1 ° N OR 11 , 
= N-OR 1 \ SH S S(0) n R 12 , COR 11 , COOR", CONR 9 R 1 
\ NR 8 COR 1 \ NR 8 COOR 1 \ NR 8 CONR 9 R 1 ° N C3-10© 

■?*5«ttf/*fctti-2fiofiftHJ|R^Sr^#-t- ( 5 3^ 1 0M©¥8ifcL< 
25 -»^S«*«^fc31f^i^<5Sl~2fl■CiKft$j^TV^5C 1-4 7/^/^ 
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5 2\ Ht-:ntfy-K5o#K f¥3H£?o^ ^if /JnJE/S 

Wtt^oiS, 7$Pt* 4#£<Z>«2e, iSiBfr® 

20 jfc©f£ffl 2 2 ICfB&^l&^Jfc £ tf/* ft ftfttmWo 
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